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. a a - 4 - [l - (4, 5 — fc: Kn- 3 H — tfo — 2 — f tf^u 
Vy- 4 ->r;i/^-^ri/] 7i3] x;i/7 7 : E-f>'i/iixf ;i/ 2t&i?&, 

N- [3- (3-7v7V7i^) - 2- (E) -^D^-;!/] -N- [4 

- [l- (4, 5 -i^t: Kn- 3 H- tf n-;i/- 2 ->r;i/) fc^U s?>-4 ->f 

-3-^f;i/7i-;H 7x;b7 7 ; E'f;i/ifijif;i/ 2Jfe^i&, 

N- [3- (3-7^V7i-jl/) -2 - (E) - — N — [4 

- [1- (4, 5 -vm Kn- 3 H-tTD-;i/- 2 ->f 71/) tf^u^>-4--r 
ji***/] - 3-h'j7MD^f;i/7i-;i/] x;i/7 7 : E'f;i/ftixf;i/ 2 

N — [ 3 — (3-7^/7i-;i/) -2 - (E) — N — [3 

-^□n-4- ( i ->f v;7°n tr;i/kf^u y>-4 ->r;i/^ d P^) yx.-ji] * 

^7 7^^;!/^! 2t&^|&, 

N- [3- (3-7v^7ii;i/) -2 - (E) -7D^-;i/] -N- [3 

-7nn-4 - C l - (4-brui/*;i/) bf^D Vy- 4 :7x-;i, 



ffiSE# 2002-3011469 



#2 001-107615 

n — [ 3 — (3 -r ^ VJ 7i-;i/) -2 - (E) -^n^_;H -N- [3 

N- [3- (3-r^i/V7i-;i/) - 2- (E) -^n^-;i/] — N — [3 
-^□o-4- (^r > KU 7 --f ;i**ci/) y^—jvl xji? t =ej Jiffi 

W. 2J&^JE&, 

N- [3- (3-7^9V7x_;i/) - 2- (E) — N — [3 

- & u n — 4 — (i -^;i/A>r ^ K-r;i/t°^u 4 ->r;i/^-=^^) 7ii;i/ 

N- [3- (3-7V>V7x-jl/) - 2- (E) -^U^—Jl] — N — [3 

-^nn-4 - [l - ( i ->r ^ J zfu tf;i/) tf^y i/*>-4 -^fjv^^-vi ^ 

N- [3- (3 -r ^ S>V 7 ;W - 2- (E) ->^n^^;i/] -n- [3 
-?dd-4 - [l- (4, 5 -s^t: Fn- 3 h-\^u~jv- 2 ->f;i/) tr^y 

4 ;i/7|-3f 7^r.;v] x;b:7 T^E-f JbWB. 2i&Mi&> 
N — [3- (3-7^^V7i-;i/) -2- (E) -7°D^-;i/] — N — [4 

- [l- (4 , . 5 -via Kn - 3 H-fcf n-;i/- 2 -^f;b) hf^u^'>-4--f 

- 3 r^e-f ;Hf^ 2&&igu 
n- [3- (3 -y ^ VJ y^-jv) - 2- (E) -7n^-;i/] -n- [4 

- [l- (4, 5 -vm Kn- 3 H-trn-;i/- 2 ->r;i/) tr^y *;>-4 ->f 

N — [ 3 — (3-7^;7i3) - 2- (E) ~7n^_;V] -N- [4 

- ( l -^^;i/tf^u s;>-4 ->f ;b^-dpi/) -3-hU7;i/tn^f;i/7xr 

N- [3- (3-7v;;7i-il/) - 2- (E) -7°n^-;b] — N — [4 

- [l- (4, 5 -i?t: Kn- 3 H-fcfn-;i/- 2 hf^u^>-4-^r 



5 



mil#2 0 0 2 - 3 0 



#2001-107615 

N- [3- (3-7V^/7i^l/) -2 - (E) -yn^n;i/] — N — [3 
-A^W*-4- [l- (4, 5 Kn- 3 H-kfn-;i/- 2 ->f ;b) 

N — [3- (3-7^V7x-;b) -2- (E) — N — [3 

-?nn-4 - [i - (4, 5 -vm Kn**-9-!/--«/- 2 ->f tf^us;> 

- 4 ->f ;!/>*• 3rS/] 7i-;b] ^^^T^^Mfl! 2 i&^t&, 

N — [3- (3-7^^V7i-;i/) -2- (E) — N — [4 

- [1- (4, 5-ytKnt^!/-Jl/-2--fjl/) fr* 
. 7>^77=E>fMfil 2j&g^&Z> < 

^ N- [3- (3-7^771 — -2 - (E) -7"n^-/l/] — N — [3 

-7DD-4 - [l - (N-x^;i//j>;i/A>r ^ K>r;i/) tr^y s;>-4 ->f 

[*8i8©ffMllf&«iJI3 
[0 0 0 1] 

[0 0 0 2] 
[0 0 0 3] 



6 



2002-301 1469 



#2 001-107615 

a xmm *j&&.~fz> 0 z<DmmitMmmm^j^^-^tLx^a^n. ft 
m-^tLx^-t & B u±<D&oiz. ^Lt^mmmmmm^m^it, mm 

1 (1 9 8 3^) [ E. L. Smith, A. White et al 'Principles of Biochemistr 
y: Mammalian Biochemistry 7th edition' McGraw-Hill, Inc. (1983)]^] 0 
^ [0 0 0 4] 

v^s. l**u yji7 7vyi*mu<Dffifo&m£.isxm l mztiTi*^&&. tr* 

T-Vzr^-f^^'f ^ ^30i, ^4 1 61 ( 1 9 9 6^) [Clin. Phar 

macokinet., 30, 416 (1996)] m&<DW> h □ > tf ^(C# 

VN£ [#!!*.«, K5y^X H4 9#, ^8 5 61 (1 9 9 5^) [Drugs, 49, 
856 (1995)]*$] . 

[0 0 0 5] 

tzzx. iR&mffimam&fcikWLmmMxm+mmmtLx. #^5-2 

0 8 9 4 6^ (EP 5 4 0 0 5 1) , W09 6/1 6 9 4 0 (EP798295 
) XltWO 0 0/4 7 5 5 3 IZlt. Js^WkT ^ ^>f§##X«7 ^ VJ -Ty^Jl . 
gf2gfls#fH^£*lTV^ 0 WO 98/31661 (EP 9 7 6 7 2 2) C 

it. mz.it. n- [4- [i -r-fe h>r^ K>r;i/-4 -tr^cy s?^/**s/] 7i 
— ;b] -N- [2- (3-7^^;7i^i/) x^;i/] ^.^^T^E-r;!/^^ 



ffi£E4#2 002-301 1469 



#2001-107615 

[0 0 0 6] 

i 

[0 0 0 7] 
[0 0 0 8] 

( 1 ) 

[0 0 0 9] 
[ft 2 ] 




[0 0 10] 



ffi|iE#2 002-301 1469 



#2001—107615 

R 2 &, 7l<Lmm*Xlt/\n# 

mmmrjisicjim. mmm2 7bm.7mo)^^^y7jv^jum. mmmsnmi 
r 4 wr 5 &, ^-xtti^ot, Tkmm*. j\u^ym^ hums 

T;bdr;i/S, ^7Ml 6I©77;i/^H, 'NfnStgiS 

Mcdt;^;^;!/*-;!/^ mmme i oi©7 u -urn. ^um. tvi 

A>r^hM;^ J^^3 7JrS7M© 1 ~-f 5;7;^;i/S, j^iilBC 2 7 M 
©N-7;i/^;b*;i/A>f^ bMMX^ilSC7Ml ll©>f ^;7U-;w . 

R 7 &t>*R 8 te. TK^M^Xttj^^Ifc 1 6 M(07 JV^rJlSs&mL. 

R 6 £R 7 #-$gfc&oT. Xte, R 7 £:R 8 #-;lttc&oT, j^ltiS: 

2#S5 4@CD7;i/=¥ U>«&;SU 
nte, 0, lXli2^^f 0 
[0011] 

r 1 , R 2 , R 4 &t>*R 5 © r^utfym^-i tbtit fliil a^II?, * 



ffi|iE4# 2002-301 1469 



#2001-107615 

ft 

l^fe'J, R 4 &t>*R 5 {co^T&, ^M^. ^M^xti^mM^T^u, 

[0 0 12] 

R 1 , R 3 , R 4 , R 5 , R 6 , R 7 &tfR 8 tf) r.tf(3KjR 1 7bM 6 Mtf> r ;i/*;t/*j 
iiLTli, MxJ£> x^;k yntOK y ^"n fcf;b, >fy7* 

s-y^;i/, t-^;i/, -fv^>f;k 2 

*;f^:v^;L\ l -x^;i/^n tf;i/, /\=5r5>;K 4-*^;v^>^;k 3-*^- 
2-^^;i/^>^-;i/, i-^^;i/^>^;i/, 3, 3-^^^-;i/^ 
• 2, 2 l, l - l, 2-^^^;i/-/^ 

;w l, 3 2, 3-^^^;i/^;b, 2-^;v^r^;im^ 

&mf*>n, r^co^t^, #?;itc&, ^^;i/*"C$>u, r 3 {co^t&, 

It^'J, R 4 &t>*R 5 fCo^Ttt, ftmiZ.lt, R 6 (Co^Tti 
[0013] 

[0014] 

R 3 © r^fS:2^ig7M(D^;i/^>i/r;i/=3r;i/^j ©T;b^;uBiJ^«, _hfa 
r^i5ci75M6M©r;i/^;b«j T*Ptf £&<Z)£|g|«©%©#W£*u 
tc«, y;i/*;i/3P#te, 1 73rM3{@tf)%<z>T*& y, $ *>izftmizit. ^f;HT- 

1 0 ffi$E# 2002-3011469 



#2001—107615 

J* 

[0 0 15] 

R 3 (D Tfitm&37!?m.l 3<@©r;i/-r^^^;i/^n;i/r;i/^r;i/Sj <DT)V*e;]/ 

^ [0 0 16] 

Kit. ^fMT'feU, rmm®.27bm7ffi<D*l)l#*i/TJl*r)VXJ\sfc 
[0 0 17] 

# >x;i/;ftx;i,S"e&£ 0 

[0 0 18] 

©y;i/*;i/»# (r^n^s/as^r^^^as^*^) it. ±sa r&uiRitt 

[0 0 19] 



ffifl#2 002-3011469 



#2001-107615 

e>ti, r ft it. ^111(1^410*©^^ se>»c#ig 

[0 0 2 0] 

r 4 &z>*r 5 <d rat i m 6 fl®An^>fii7;^;i/ij ©7;i/*;i/M# 
»i75M6ra©/Nn^>Bift7;i>3r;i/£j tittt, . h ij 7;i/tn^f Mr* 

[0 0 2 1 ] 

R 4 &tfR 5 <Z> r^|gj5[i72rM6ffl©7;i/3^2/3£j ©7;i/*;i/fflS#W\ ±fS r 

^*8ti7SrM6M0>7;i/*;i/asj e>ft, #?;stc 
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[0 0 2 8] 

R 6 <z> rj^^2 73fM7M©^;i/^^i/T;i/=¥;i/»j ©T;i/^;i/gp^^ _tia 
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SXtt^ii 2 7 moijjiiK * i/r ji ft- ;imv$> Siting 

(4) r 3 &, Jih**y*ijitf-)\s*zyx)viis-)i>mxizi})i#*cis**yx 

(5) R 4 #tfR 5 *\ im-XteM&oT, *itM^\ Any>If, 1 75 

(6) R 4 2fctfR 5 #, IpI-XteM&oT, zKfgM^, f&ifiM^, *^;t/S, hU 

(7) R 6 2>\ ^^173rM6M©T;i/^;bS, Bkm&3 7bm8m<Dmft7ft*r 

urn. mm&iTsmi 6m<dt i 5/i*ji& ^um^mm^nt=.mmmi7b^ 

>f;i^ £!fft$t 3 TJrM 7 Mtf> 1 ->f ^ ;7^*M, j^m^7 75Ml 11©^^ 

/TU-;i/^^;i/^xtt^mgSt273rM7M<z)N-T;i/^;i/^;i/A>f ^ K-f ;H6i? 

(8) r 6 #, *^;k x^;i/Xtt>r y^n tr;b«, ytwo^jim. *yy 
Mtt7i*^i, 2 -try 3 -if y 4-trys;;i/ 

2- (2-tfy^;i/) :c^;i/, 2- (3-tryy/io x^;bxtt2- ( 
4 -try x^;i/», yx.-jvm. 4, 5 -s;n Fn- 3H- tfn-;i/- 2 
--f;i/, 2, 3, 4, 5 -T- h^t Kntf y 6 --r;i/, 4, 

2 ->f jv, 5, 6-i;tKn-2H-[i, 4]f 7i;>-3-^f 
;i/Xii4 -tf y ^;ua-t ^ K>r;i/S, i-^^;yntf>i, ^f^;7 
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(13) n#, 1 V&Z>it&®) 
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[0 0 4 2] 

r*.<?>mm±&mzti&i&i tit. *ftmoit&® d) 
iei^AD^>ft*ii^ mat, xA%iRift%. e^i%, m&«<z>fttfm& 

©j;9^iSt7;^>x;i/*>ia, ^>-tf>x;t>*>^J&, p- h;i/x>*;b;ft 
ym&a> <fc?&7 u @» UA^rgft, :7v-;i/^t&. 
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[0 0 4 3] 
[0 0 4 4] 

t^ozfuv^v >f\ tit. *&m<D{t&$s (i) «, tK^es, 7^;i, 

J &7jtl/> 

va'1/'J;k J-t-s^ji, t^js-hi. 3 -^^;i//^y-f ;k 

8 ^-y >r;i/, 3 -x^;i,;f ? # / -f ;k 3, 7 - # / >f 

^yz^rtij -r;i/, 13, i 3-^'^f;brh7f*;>f;i/, A^^^;>f;b 
, i 5 -*r;i'\3fy-"rZ! ; -y;k J -f;i/, i m/^-?*?* J 

x?w-f;i/, ^;i/#n>r;b, r vuMfwn* 5 &#;i/jK3t Mb 
r;i/^r;i/^;i/^— ^nn7tf;K ^fnnytf^ MJ^nartf 

i/7tf;b©J:^j;fii7;i/nJpi/II7;^;i/3!j;i/iK-;H, (E) -2-* 
J ; ^>^/>T;K a-t7h>f^ £ -1-7 h4)lO£ote7V -JlfjJltf-Jl 



ffill#2 002-3011469 



#2001-107615 



Jltf-jim, 2, 4, 6-h'J^f;i/^>^;K 4 - h)l*-4JMD J; 5 &fEii& 
4 -^;i//^^ri/^>l/-f;i/(DJ:e)^^;i/^^r^"fbTU /l/3£, 4 -x 

hn^>^;k 2 -x h a^y y-f j: e>&x h aftr U -;i/*;i/sK— 
, 2- (* h*5/*;i/sJ<-;i/) ^>y^;i/©j:^j:ii7;v3^i/*M-Mb 
7U 4 -7x-M>^;i/fflJ:9^7 | J -MkTV 

;i/3}?-;i/I^o rffj|7i/;Hj ; fh7t Katf7>-2-> f;K 3-yn^e 
fh7tKD^7>2-^i/, 4 N^f^h^fc: Kn t?^y-4->f ;k 

Knfttf ^>-2--r;i/, 4 b^ri/^h^t Kn^tfif 9>-4->f ;kz> 

tf/i/S/U/i/, ^^;i/^-t-^;i/i/U;i/, h u>r yyatf;w>y ;kz>j:?& h y 

iiT^^r^i/'JM. i;7i-JMfjl/i/'j;w ^71^7*^^';^, ^ 

7i-My7°nif;vi/'j;k y^x ;t/*M 77*0 tf^/S/U ;KZ><fc5&i 73tM2 
3tS/*^-;k 1, 1 -^*^;u-i-* h=*2/;*^;b, xh3p$/;*^;i/ % 7°n^^pi/ 

ii7;i/n^^^f;i/i, 2, 2, 2 - h y # n ox tr*(2-? 

; i-ih^'>xf;i/, i-( >f yyatf^ */) x^;t/<z> j: e> 
r;i/n^ri/fbx^;i/S, 2, 2, 2 - h y ^nnifMi^&Any^bxf 

;k i/7x-;b^f;i/, h'j7i-;i/^f;K a —fym*?? 
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& 4 -*^;w<>2;;i/, 2, 4, 6-h "J^W>^, 3, 4, 

, 2--hn^>y;b, 4-^hn^>i>";k 4 - ^ □ □ <y A-zfu^ 
«T-«/3^rS/, /M3$*>, */7 > *T*7 U -^UttfttfftS tifel M3 I©7'J 

&ffi«r^a*2/*/i/jK— 2, 2, 2- mj #nnxh 

3, 4-V*b*?i/'<y&J\'yt**/itjjbtf—jb % 2-xha^ 

y i?J\/**ri/j])ltf—;i, 4 -—bU'<yi?)l**rZ/3})ltf—Jl'(D£otji > 17b 

ITU zi^jijijjvtf—jv***/*^;],* \f. Auj fr, V 

T)l*cJim ; l- (* h^r2/*;i/jKx^/^-^ri/) x^;w l- (ih^j/jj;^ 
x;i/^-^i/) x^;i/, x hdps/*;i/sK— ;i/^-dp5/^^;i/, l- (>f V7°n3}<^ 
^j;i/^x;i/^-^$/) x^;u> l- ( t - y h ji>t$-j\s**c>» x?-;k l 
- (x h**/%j\s#—Ji**i/) yntr;i/. i- 

4 -^f;i/-t^FV V**V l/x;i/;*^;K 4-7i-;i/~t^ 
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-f;w h-r;i/, xfTn^f ;kz><$: e> ^r;i/^;b*;i/^— ^cmr-fe 

5&/\n>!f y T U -;b#;i^n;i/S> 2,4,6-h'j^f ;i/^>y^;K 4-h;i/ 
mr;i/=3^ri/-fbr y 4-rhn^>^;i/, 2-xhn/<>yv 

-;i/(Z)j:e)^<SMT;bndps/*;i/^-;i/S> 2,2,2- h y ? n nx h^s/yj;i/3K- 
2-h u ^^;bi/u;i/x hdri/^;i/^x;b<z) j;e>^An>f>xii h Uli7;i/ 
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rsj»»cfeW*«flia6j fcUttt, #S8ictt, **\«/, x^;b, n-y 
otr;w >fyyntr;i/, n-y>;w >fy^f;i/, s-y^;i/, tert-y^;w 
n-^>^;i/, >fv^>f;K 2-^^;i/^;i/, i-x^;i/y 
ntr;i/, n-/\dps/;i/, >fys*s//i/, 4 3-*^;i/^>?- 
2 l -*^;i^>^;i/> 3, 3-^^^;i/^;u, 2, 
2 -ift^ji-fm* l, l -^*^;i/7>;k i, 2-i?^f i, 

3 - s? 2, 3-^^^;b^;i/. 2 -x^;i/y^;KDj:e» ^ r^g 
»7;i/3r;i/2£j ; x^x;i,, i-^d^-;k 2-^n^x;i/, i-*^;i/-2 
-yp^-JK l-^fjv-l-^D^^JK 2 l -yn^x;b, 2 

- * 2 - ^x;b, 2-if;i/-2-ya^-;K l - 2- 
^r-;i/« 1 2 -y-rx;K 1 1 -y^x;^ 3 - * ^ ;i> 

- 2 -y^x;b, i 2 --79-— )i. 3 -y-T-x;i/, i-*^;i/-3- 
y^x;i/, 2 3 -y^-x;!/, l -x^;i/- 3 -y^x;^ l 

x;i/, 2 l 2 -^>7=-x;w 2 2 -lyf 

x;i/, 3-^y^—jv. l 3 2 3 

x;b, 4-^>-^x;k 1 - ;* 4 -^>^x;b, 2 - ;* 4 -'O-r 

x;i/, l -/\:3f-fex;K 2-'\=5fizx;K 3 -/\3f izx;b, 4 -/\3f-fex;K 5 
-'sdf-fex;!,©,*: ? & *T )\>>T—)\>&\ ; x^x;w 2 - ^"n fcTx;i/, l-*^- 
;v- 2 fcfx;i/, 2-^f;b-2-ynif-ji/, 2 -x^;b- 2 -^n tr x 
;K . 2 -7>x;k l 2 -^x;w 2 - * 2 - y^x;b, l 

-x^;i/- 2 - y>x;b, 3-y^x;i/, l -tf-n,- 3 -y^x;i/, 2-*^ 
3 -y?-x;K 1 -iffl/- 3 )bs 2-^>^x;k 1 

2 -/<>^x;i/, 2 -*^;t/- 2 -^>^-x;i/, 3 -Ky^—jv, i-*^ji>- 

3 -<y*-;i. 2 3 -Ky^-zLj]/, 4 -Ky^-jv^ l -M-A- 

4- ^>^x;i/ % 2 4 -^>^x;k 2 -^\^y—jv^ 3 - /\ ^ >> - 
;K 4 -/\dp£/x;i, % 5 -^\3r £/x;k£> j; e> & rr^/^r x ; h'j7;i/tn 
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# 

*^;i/> h'j^nn^f;k *?7ju*n*9'j\/. ^on^fM s^^Df^f 

;k ^;i/^-n 2, 2, 2-h'j7;i/tnif;i/, 2, 2, 

□ ifjK 2-^n : Exf;K 2-^nnif;i/, 2-7Mnif;k 2-3 

- Kxf;k 3 -^DD^Dt°;i/, 4 -yjl/tfny^;!/, 6 -3- R/\3r£/;b, 
2, 2 -S^n^x^/KDJi^Jifc rAn^7M7;i/^rMj ; 2-t KD^i/ 
X^;i/, 2, 3 -VM }?U*ri/ZfU h?;W 3-tKD*i/^ntf^, 3, A-V 

• i/7ii;MfiK hU7x-;V^f;i/, 6-7i-M^i/;K a-t7 

f^y7i-;Mf^ 9 -r>xy;wfM<k^ji i#M3M©ru 

T*ff#l2 4l£: r<SJjRr;b^;H£j , 4 - * ^l,/* > *?)V* 2, 4, 6-h>J^f 

3, 4, 5 - h y ;*^;i/^>£/;k 4 h*s//<>^, 4-* 
b*c*s7 3i—ji¥7 3i—)i*^jv. 2-nhn^>^;i/, 4 -x h n«k>^;b, 
4-^nn^>^;i/, 4 -ya^E^y 4-i/7;/<>^>, 4-i/7M 
>^;i/^7aix;i/^-^;i/, tf* (2-ihD7i-;i/) tf^nx ;k 4 

^ ;i/ 2/ u * y>ry y a tr;i/ s/ U ;k * ?yi/ ptert- y^;i> v y ;k h u 
>f y yn t?;w> y ;k ^^i?7ii;bJ/'J^ -Y y y n tr;i/ ^ y :r. x;u 2/ y ;b 
, 7* s f-)\'V7 :nx;i/>>y;K 7x-^y^y^n^s/i;^©j:^«s r^y;^ 

l h3f£/x^;i/, l - (>f yycuK^rS/) x^;b, 2 h 3p>>x^;i/, 2 
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# 

-x hdf t/x^;b, i, l 1 x 
n-^D^i/^f;K -i V zfu tf* i/ * n - 7 V 3f V * =f-fr. tert-7 

;i/(Z)J:5& ryij-;bj T{&&7)l>*A'&i , 2, 2, 

N3r^*^;i/, if* (2-^ooxhdpi/) ^f;i/©J:e)«:AD^>ft;®t7;i' 

x;i/x^-;i/, 2 - h U ^;i/^-n^ ^ >^;i//^x;i/x^;v© J; e> &/M3>f 
^tiT&J^ r<g^r;i/=¥;bj 7sJVjH—)V * fcfflC7 )\; *r)\s&\ ; 2-K>if>x 
;b^-;nf;K 2 - h^x^^l/^x^x^l/ <£><!: e> & ^TV-fri X^*- 

>fvAi/g;i/t^e/^f;K ^-tf-y l-fcji 
^;i/^-^r^>x^;i/, 1 -T-fe h=¥^x^;i/, l -y°u tr^-x;i/^-dpt/x^;w 1 
U;i/>r^i/x^;i/, l - if An-f ;i/;f3f 2/x^;k l-^i/'JM^fi/x 
^ l ->f y7^i/U;b^-dpi/x^-;i/, l -^s^-^y ;i/^-^s>x^;i/, 2-* 

;i/^;i/^-^r$/x^;i/, 2 -y-fe h^i/x^-;!/, 2 -y°a ji starts x.t-ji^ 
2 -^u;i/^^ri/x^;i/, 2 -t°An-r;i/^-dpi/x^;i/ % 2 -Au y ;i/^-^r>> 
x^;i/, 2 -a vAU'j;i/t^e/xf 2 -/\3f-9-y -f ;i^3r;>x^;i/> 1- 
^;i/^;i/^-drSy^n tf;w l -y-fe b ^i^^n if;i/, l - if -*—)\slt*rl/y° 
nif;i/, l -y^U^^-^i/^n^;!/, l - if Ad -f tf;i/, l -A 

i"; ;i/2f3f 2/:/nif;i/, l -^f y/1 u y ;i/:*-3f if;u, i J -<( fr* 
*Z/7u if;t/, l -y-fe h^rt/^;i/> l -^n if^-x;i/^-dp^^;i/, l 
^ y ;i/^-dps/^;b, l - tfA'a-r 1 -y-tz h3rS/^>^;K 
l -y°u if*—;v*3ri/'<y3 L )v, l fr^-^riy^y^jv. i -trying 
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)]/**ri/'<>*)]/* l -fciV^cM ;i/^3f >>;i/£> <fc e>& Tti$BJ3MTi/Ji>} 

S> r^gjRr^^^Hj , z/2 w*.y* j j ji**i/*?-jv. i/9 w\*VJ >f 
jv^^-i/^^jl, l -i/9 uKy$ j <i ;v**i/3L?-jv^ l - i/9 u^^-J >f 
l -*/*a^>#y >f;i/*-3f2/^nfcr;i/, l - i/9 w\*rV-J 
-i ;i/^-dp>>^nn°;i/, l -2/* n^># y -Ob** £/y^;i/, l n^-tJ- 
J <i )\/**i/-7 £ f-)\'<D&r>t& ^i/9 UTJl^Jli jjM-Jl***/ t&MTfr* 
> <<y)/J fr**i/*^fl/(D&t>te r^MTi/Jl] **i/ r{&ffi.T)l* 

, x h^^^^/jf^;!/^^^^^^, yn3jf^r5/^j;i/j}?— >fy 

2/ # /I/ atfx 3f 1/ * ? )l>. i/ 9 n ^ 3f S/ *r V )l> *r t/ * 
i/9 V\3ri/Jl7t*Z/2Ultf—)l**r*s (i/9U^i/JV) ^5^;i/> l- 
(;* h*ci/J3)\stf=-)i**ri/) x^;k l- (x h^2/^;i/jJ?-;i/^-=¥>» x^- 
;k l -^"n/Kdps/*;!/^— ;i/^-^pi/x^-^ l- (^y^n-K^i/^;i/^;i/ 
x*-;i/, l -y* h*ri/ jUVtf-J]/* **/*.* Jl. I VzfV*ri/*D\s 
jtfx;b;tf-df £/x^;i/, 1- (tert-^h^r2/^;i/^x;i/^-dr>» x^yi/, l -/^ 
>^-;b^-dr2/^j;i/^x;i/^-drt'X^;i/ > 1 -/\^2/;i/;fr3f 2/ #;t>3ffx 3f£/x 

^-drt/^;i/^x;b^-^i/yn l -i/9 w\3ri/)i**ri/jt}ji7$—>]/**i/ 
yntf;i/, l - i/9 a«yr;i#3ri/ju;\,-tf-;itf %■*/-??■&. i-i/9w\*r 
?/j\/Jr*ri/ljjn$-jv*iri/zfnv* l- {i/9 w\*ri/)V**ri/j!j;\/tf-;\s* 
dp S/) x^;w l- (x hdr2/^;i/^x;i/^-^r>» ynfcT;i/, 2 h3f 2/;*j;i< 
jflrjl/^S/X?-/!/, 2 -X h=3f £/;*7;i,;tfx;i,;f 3p>>x^;i/, 2 - sK* 

;i/^x;i/^-dpi/x^;i/, 2 ->f y ^n^i/^;i/^-M^i/xf;b, 2-y> 
dr2/^j;i/^x;i/^-dri/x^;i/, ;K 2- 

^>^;i/*^#;i/^x;U;tf-:^>x^;b> 2 - s\*r i/JV** i/jtjJVtf—))s7t*r i/ 
x^;i/, 1 N3f S/#;bitfx H';i/> 1 -x h 3r 2/^;b^x;b^-dr 

2/^ntf;i/, l --Jutfiri/tDi/TK—jiyf-ici/zfuVjv. l ->f y^naK**/* 
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j&jl/jffrjl/;*-* 1 l - x h 3p S/#;i/7K-;i/;f 3f l-*h 

*S/;ft;i/3tf— ;i/:*3r$/'\3PS/;i/, 1 -x h dp S//\*5/;i/(Z> <fc e> 
& (T;i/3drt/^j;i//^x;i/^-^r2/) 7;i/3p;i/g ; (5-7i-;b-2-*^V- 
1, 3 -£?;f3rV 4 ->f [5- (4-^fjI/7i-Jl/) -2 

-t^y-i, 3-^^yi/>-4-^f;i/] [ 5 - (4 S3p£/y 

jl-JV) - 2 -^-dpy- 1 , 3 -VHr^V l/>-4 ->f;i/] [5- (4 

-7ji/tn7x-jb) -2-^-^py-i, 3 -VOr*cV uy-4 *^yi/ 
, [5- (4-^DD7ilil/) -2-^-^y-i, 3 -2?^*#y i/>-4 ->f 
(2-^-dpy-i, 3 -v**y uy-4 --r;i/) (5- 
2 -#3py- l , 3 -yt^y uy-4 ->f ;W (5-x^;t> 
-2-^-^py-i, 3 -v**\t uy-4 ->f/i/) (5 -:7nbr;i/- 2 

-^-dpy-i, 3 -v**v ->r;i/) *?yi/, (5—fy7 1 atf;i/-2 

3 -vnr^v i>>-4 -a ji) ( 5 -y^yi/- 2 

y-i, 3 -j;t^y i/y-4 ->r;i/) *^;Kz>J:e>&;f ^pys^^py is—ji* 

, h^ps/?* u ^;i/©<fce>& r7 9Vt?/Mi : 7xa, >fy^-;b©i 

Srt^tt, -e©J:5fcSS##j&^jW£> 77 h^777v©i7* 
[0 0 4 5] 



2 7 



fflSHS 2002-301 1469 



#2001-107615 



Em^JVm^mL. -MS&, -CE 2 SQ 2 m^L, Ph&, 7xiM&^l, Pyr 

;i/«£*tU -(CH 2 ) 3 -(5)t±, R 6 HR 7 tf-ffilZte^T bV *?-lsymzmf&L 
, fro, **ie>&-^tffR*«5Mafi:«5«wi:S:^L, c 3 H 4 N0tt, 4, 
n^-^r-9-^/-;i/- 2 — f;i/&j^u c 4 h 6 n&4, 5-i/t:Kn-3H-tfD-;i/- 

2 --f;i/3S£a*U C 5 H g Nte2, 3, 4, 5 — 5 1 h 9 t KD fcf U ^> - 6 - ;i/ 
£&a*U C 6 H 10 Nte3, 4, 5, 6 -tt b 5 H KD - 2 H-71?b? >- 7 ->f ;i/ 
ISfcasU C 4 HgNStt5, 6 - *;t Fn - 2H- [ 1 , 4]f 7^> - 3 ->f MS 
^U, C 5 F 4 N«, 2, 3, 5, 6-rh77;i/^0^'Ji;>-4->f;i/a§:^b 
, H(CH 3 CH 2 N)Cl±. N-^JV^JlMs^f ^ K-f M^b, -(CH 2 ) 2 -&, 2&R 7 
i: 6&R 8 #— ^iC^otxf S3t £*tU C g H 14 Nti, 3, 4 

, 5, 6, 7, 8-A^1J-t:Fn-2H-7y->-9->f;i/5:gt 0 
[0 0 4 6], 

[ft 4 J 




[0 0 4 7 ] 



No. R 1 R 2 R 3 R 4 R 5 R 6 R 7 R 8 n 



1 H H EtOOC-MS 3-C1 H CHg H HI 

2 H H EtOOC-MS 3-Cl H CH 3 CH 2 H HI 
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±mm^t^<Do^. &m*it&®£.isTte. 14 (mmm2i)\ 21 ( 
mmm* d , 22 mmm± d , 2 3 chasm 4 9) , 2 5 (mmms 3) 
, 2 e mmm 55), 53 65), 54 (mmm 67), si (mm 
#15 9) , 82 immm e 1 ) , 85 ohm 4 5 ) , 1 0 9 (mmm 77), 
1 1 0 (mmm 79), 137 (mmm 71), 138 ciygM 73), 507 

(mmm 6 ) , 5 1 8 cgygai 28), 523 38), 525 (mmm 

4 2), 5 2 6 (mmM4 8 ) , 5 2 7 (£J6M 5 0), 5 2 9 (MMM 5 4 ) 

, 5 3 0 (mt&M 5 6 ) , 5 5 7 (HlfeM 6 6), 5 5 8 68), 58 

5 (HKfiM 6 0) , 5 8 6 (H»J6 2) , 5 8 9 (HJgM4 6) , 6 13 

mm 7 8), 614 (mmm so), 6 4 i (mmw 72), 6 4 2 (§h»j 1 

4) , 1 0 2 7 (|g»j8 9) , 1 0 2 9 (§g»»J 9 4) , 1 0 8 1 (H»J 8 
6) W1 0 9 9 (^»J8 7) 

N- [3- ( 3 — 7 ^ S/V 7i-jl/) - 2- (E) -:7°D^-;i/] -N- [3 

-^dd-4 - ci - (4-tfu^;i/) tf^u 4 ->r;b^-#^3 

] ^;i/77^^;i/fiXfjl/ 2|»i& (M^«#14, »J2 7) , 

n- [3- (3-r'$;;7x^;i/) - 2- (e) -^-b*— /i/] -n- [3 
-^no-4 - ( 1 -*;;i/A-r ^ K-r;i/tf^u 4 --r;i/^-dpi/) 7ii^ 
] ^;i/^r^-r;i/^3i^;b 2&^i& (M^fb-£%##2 2, ^»J4 7) , 

N - [3- (3 -T^ VJ 7i-^) -2- (E) -7*0^-;!/] — N — [3 

-?nn-4 - [l - (l-^^y^n^) tf/^u s?>- 4 ->f ;i/*3f £/] 7 

x-;i/] 7,^77=E'f;i/»ilXf;b. 2&g&& (M^Wf 2 3, HMI4 
9) , 

N- [3- (3-7^V7i-JI/) -2- (E) -^UK-JV] — N — [3 

-7DD-4 - [l- (4, 5 -^h: Kn- 3 H-tf n-;b- 2 --r;b) tf/^U 

it&m^ 2 5 , miSM 53), 

N- [3- (3 -7^ VJ 7 - 2- (E) -N- [4 

- [l- (4, 5 -VM Kb- 3 H-n°n-;i/- 2 -^f;i/) b^Ui>*>-4--f 



ffi|iE#2 0 0 2 - 3 0 



#2001-107615 

{t&Qsm^r 5 3 , mmm 6 5), 

N- [3- (3-7v7/7i — -2 - (E) -7°D^';i/] — N — [4 

- [l- (4, 5 Kn- 3 H-b?n-;i/- 2 --r;i/) tf^u^>-4--r 

(M^c 109, mmm 77), 

N- [3- (3-7^^77x^;b) - 2- (E) -^0^-;b] — N — [3 

-^dd-4 - ( i ->r v^n tf;btr^u 4 ->r;i/^-dpi/) y^—ji] y. 

;i/7 7 : E>f;i/M 2f£®?& (M^Wf 5 0 7, ^WJ6) , 

N- [3- (3-7^7 713) - 2- (E) — N — [3 

-9UU-4- [1- (4-tfU^;i/) H°^U ^>-4 -J)l**isl 

] ^;i/^T^-r;^i? 2&^i& (M^fti=r4»#5 1 8, nygM2 s) , 

N- [3- (3-75^7 7i —)l>) - 2- (E) -y'U^ — Jl] -N- [3 

- * n n - 4 - (i-i/^n^>f ;nf^'j^>-4-^;i/t^^) y ^—ji] 
^jvyr^^jvmm 2i&&i& (M^b^##5 2 3, H«J3 8) , 

N- [3- (3-7?^V7i^) - 2- (E) -7D^-JI/] -N- [3 

- ? un- 4 - (J y \?v t/y- 7 -4 JVTtiri/) yx.—)]/] 7. jv y 7 <i JVW 

m 2 mmm. 5 2 5, mmm 4 2) , 

N- [3- (3 - r ^ i/V y^—jv) - 2- (E) -^n^-;b] -N- [3 
-*nn-4- (1 -^;i/A-r^ hM;i/t:°/<u ^*>-4 --f;i/^-^i/) 7:n^;i/ 

] ^Jb77 ; t^« 2t&^& («vffc#### 5 2 6, HJiM4 8) , 
N- [3- (3 -T^ VJ 7iljb) - 2- (E) -^P^n;i/] — N — [3 

- # n n - 4 - [l - ( i ->r ^ y tf;i/) e^u 2>>- 4 ->f;i/ y 

7.;i/77^^;vw 2&$e& («zfrft^*#*5 2 7, £%#gs 0) 

N- [3- (3-7^i>77i-;b) - 2- (E) - y°u -N- [3 

- * □ n - 4 - [1- (4, Kn- 3 H-fcTn-;i/- 2 ->f;i/) tf^u 
s»-4 ->f ;i/*-3fS/3 7x;b7 7 ; E^W 2i&^& (#9a*fb-&* 

§#529, mmm 54), 
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N- [3- (3 -75 VJ 7i-^) -2 - (E) -y°U^—Jl] — N — [4 

- [l- (4, 5 -yt Ko - 3 H- ti°n-;i/- 2 ->r;b) t°^Ui/>-4->r 

##5 5 7, 66), 

N- [3- (3-7^V7x^b) -2- (E) — — N — [4 

- [l- (4, 5 -Vt Kn- 3 H-tfn-;i/- 2 ->r;i/) i^y y>-4 ->f 

Jl**V] yai-M XJ17T=EJ AWm 2m.m& (TO^ttf 5 8 5, 
ISJM 6 0), 

N- [3- (3-7^V7ii;i/) -2- (E) -^n^-Jl/] — N — [4 

- ( i -^^-;i/tr^u ^>-4 ->f ji**cV) - 3-h'j7;wa^f;i/7i- 

71/] ^^^T^^f^il 2%flt% («aWfe-&ft## 5 8 9, HJfcM4 6) , 
N — [ 3 — (3-75i/V7i-JI/) -2 - (E) -N- [4 

- [l- (4, 5 -vn Kn- 3 H-trn-;i/- 2 ->r ;i/) tr^y 4 *->f 
^Jt^-vi -3 - h>j7;i/tn^^;i/7i-;b] 7 r^e-f ;i/gfgft 2%&% 

(«a*ft^4fc« 6 13, 78), 
N — [3- (3-75i/7 7i-jl/) -2- (E) -zfW<—)\s~\ — N — [3 

-#71//^^ ;i/-4 - [l- (4, 5 — i/t: Kn — 3 H — tfn — 2— -f;i/) 

fcf^U i7>-4 ->f -73L—JI] ^ 71/ "7 T ^ 71/ 2 (M^ 

.ft^«#t6 4 1, HJ6M7 2) , 

N- [3- (3-7^;7xi;i/) - 2- (E) -^n^-Jl/] -N- [3 
-^nn-4- [1- (4, 5 -$7fc. Kn^dp-b-^/-7b- 2 ->f 71/) bf^US7> 
-4 ->f 7b ;f =*£/] ~7 x.—)\,~\ ^l/^T^ 71/gfcBft 2*&^i& (M^b^## 
1 0 2 7, HigM 89), 
N- [3- (3-75^7 7x^71/) -2- (E) -^D^-;b] — N — [4 

- [1- (4, 5 -VM KDt*tl/-/l'- 2 ->f;i/) bf^U *?>-4 ->f TV* 

7ai-7b] JZJl/^r^ 71/Bt^ 2j&^& (M^fttf 1 0 2 9, ^1 
««9 4) &l>* 

N- [3- (3 -7$ VJ 7 i-7b) - 2 - (E) -^D^-Jb] — N — [3 

-7nn-4 - [l - (N -x^;b^;i/A-f 5 K-f7b) fcf^'J 4 ->f j^nr 
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method C 



NC 




CHO 
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[it 8] 

method D 




[0 0 5 3] 

±mnimm^. r 1 , r 2 , r 3 , r 4 , r 5 , r 6 , r 7 , R 8 &tfnw:, i&i&^isi 

MmZmL. R la > R 3a , R 4a , R 5a ^t>*R 6a «, R^ttR^©* 
SIStffiSaSJlfcR 1 , R 3 3U*R 3 _t©fig|«#&S£;ft£:R 3 , R 4 3U*R 4 _L(Z) 
S^a^M^tlfcR 4 , R 5 X«R 5 ±^mm»7b^M$nfcR 5 , MtflC. R 6 
X}iR 6 ±©g&«#^@£*i£R 6 £^U R 6b te. R 6a XtiT^ 
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[0 0 5 4] 

Ami*. (1) &«3rt*#8rT?fc*. 

(Sg 1 IS) 

#Igte, (4) &#r**t^<ft«:«3ft'rsifi , T?*y, -«5£ (2) 

(3) Sr^-rs^^hHS^S-ftSr^tCfey^StiS. 
[0 0 5 5] 

(D^^mmmm^mm; h;i/x>x&**/i/>©j:e>&^#;6&^ 

uKyMyxutW n wiy-g <fc o &^ay>«*iS ; j£te^x^;i/ 



[0 0 5 6] 

h y ^dri/;b^x^>r >^cz> h y ci-cer ^^-^^^y ^ y •, bv? 

h 'J G6-C10T'; -^t>^7-f > -,mt h V )li/7 JL-}Vfo77 J >> h y h 

h y - 6 -x^;b- 2 —f-y^fl/H^^y^ ci- C4r;i/3r;i/£gglSh 

it^bttii: h y c6-cior y >t*& u#, ^^stcti h y ci 

-C6TJ\>*r)\/ftX7 4 y& (#(C b 'J ;^7>7^ >, h'Jlf;i/*^7-f 
h'j7°0^l/*^7^>Xtth'J7*f;i'!f>X7^>, ) Xl±hyC6-C10 
7'J-il/tv^7 0 (#i:h'J7i^7s7^X h'J-f>f-;i'*7s7^> 
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[0 0 5 7] 

jbXterv&ij fr&y Wt&7*7A'<D&$ tervviijitfywtv -ci- cat 
^frXiZT^J&Jifrtfymvx-^jiv&Zo 

[0 0 5 8] 

■CT*»J, #3i»Ctt6lC73rM6 OTCT**. 
[0 0 5 9] 

4 mmr* & y , «F$atc »io #t$m 6 f$rax& * . 

[0 0 6 0] 

-T5ii:tcj:*J, sSWi, SIS»T«. »«S:9*L, »e> fiscal 
(« 2 If) 

#X^&> (1) Sr^f 5tt1^£§g;g-r5XST*&»J, 

(a) i/7;i5:75^;lAi:Ii$t^> 
mMfc<fc y, 

(b) umztitcTs. ; mn&mmzv&ik? ssis. 
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(d) ZLT.TfrOlMykftfflfiLfo. 

(e) &m2ftt=.*MM<nmmm*i&2;-tz>BLm 

[0 0 6 1] 

i&m&jxfo (a) t*&£ ^vyj m&r ^ S^VS^i:^ J - 
^yozry^; v is x x&. 

[0 0 6 2] 

£j£ (a) (1) te2M^e>&£S/£-?&.g>o mi^Pgti, m<D&t£ 

[0 0 6 3] 

y<D&^t£^^mm.ik?kmm. ; vvuutzy, ^nn*;i/A, ra^b^s^ l 
, 2-i;^DDi^>, ^ n v<i/M yx&is? n n^O-tf e>&/Nn>!f> 

>, h 3f 2/ x # > X i?xf ^ ;* ^bx--^ 

(Dkote^-T^m. ; T-fe h >Xtt*^;i/x^;i^ h>cz>J:e>&^r bym ; Wm 
*7-;iXlZWm^)\'(D&?ftx.*"r)iM ; — h n * * «fc 3 fc — h n<ft-£4fc 

^ FX«N-^f;i/- 2 - tf □ >J V J y<D£$t£T ^ ; ^i/*^** > 
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[0 0 6 4] 

, x#y-;K yn;v-;K 2 - yn/w 7 -jixizj v -f* J - 

[0 0 6 5] 

■foyM. x-#y*ji/fcyM. ^yHy^JV^ymxiz p - h;bx>x;b^>i© 

i&te> ^fb^ (i i i) 

, mtmm. mty^m (i d ^©;i/-f *g?-e&u*#, ^jcte^x^;^* 

[0 0 6 6] 

SMSli> f$m^Cj;oT#|&3#> jIS- 1 0°C7IrMl 0 0 

[0 0 6 7] 

8B£RgT*&*K ftmiZIZ 1 TOMl 5^P^T*fe-5>o 
[0 0 6 8] 

[0 0 6 9] 

(a) (i) <Dm2mmz. mimmx^^Lt^-f j x-^;wtiir« 

- t^7 A ^ # ^ T -5 0 



ffil»2 0 0 2 - 3 0 



#2001—107615 

[0 0 7 0] 

&mzmfei*te^t)\ «*.«, x#y-;K ^a;v-;k 2-^ 

rjvn-jvmn^M^mx'&^m. &miz{$, x#y-;i/, * 

[0 0 7 1 ] 

mmznzTy^-V^JJ-xDyy^-y&mn Lnt. Mz-if. yy^- 
7*, mtry^-o^ mmTy*-vu^\*^n%<DU^®)x$><>)n, nm 
tc&, mkTy^-y&x&z* 

[0 0 7 2] 

SJSCftl^pHU cfiffi75rMi§^«'ffiT*&U. &miZ{Z. 7> ; E-7*M 
JMfcffiVNT, pH 77}M9-£&£ 0 
[0 0 7 3] 

BLj&umiz. mwit&m. nmmz£^Tm&z>j)\ m^- 1 o-cnmi 0 0 

[0 0 7 4] 
[0 0 7 5] 

[0 0 7 6] 
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jR/E (a) (2) tt2©pg^f)*S i R/ST?feS 0 ftlT, HW, 

[0 0 7 7] 

tf4#£RR5i«:fcv*#, ^JiH 's t/^D^ U^n-r 

, # n uKyM yxiZW a vOU >(Z)J; otsi;\u>fy 

©i^j;x-f;H ; T-fe h >X«^^;i/x^;i/^r h yen «fc e> &>?r h >^ ; x h 
n^*>©J:^xhnft^ftja ; y-fe h x h v;vxiZ4 y^fnx h u;k?)J: 
^xhUji/g^^;-^ a:#y-;K ^oaV-ji/, 2-^n/V-;i/, 
7 -;t/Xii-r v:/# y J: o&tji^i-jiM ; *M7^ FN n, n- 
i^7f ;b*;VA7 5 F, N, N-i/^f ;i/7t KXliN — — 2 — tf 

ji**ci/FM;s&^it7kT*&vm. Mtcte, y;i/xi-;i/^ (#tc*#y-;i,x 

[0 0 7 8] 
[0 0 7 9] 

*U7ax u^-^A<z)<fce)^y;i/^u ±mmm^m ; mm^mi- fu-?a 
, jMTKit^u v&xizmmTkmv + 'y&cD&oteTjitiVi&mmmmi&M ; 
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J*X&frmitV7V&(D &$&7 frit V &&&&&&& ; ThVVJ** h*i/ K 

>, i/^yyn^xfjbT^x N-^f^My t:°uy>, 4 - (N 
, N-i?*?-)l7$ J) tfU^>, N, N-2?**>/i/7— U N, N-^x^ 
^T-U>, 1, [4. 3. 0] 7^--5-x>, 1, 4- 

^T-tftf^^n [2. 2. 2] (DABCO) Xtt 1 , 

VU [5. 4. 0] Vy^t - 7 -X> (DBU) CDcfce>^^#i^^T*fey# 

, ^fjitcii, t;i/*u^Mj^^is (#fcj^m^-hu^A) xiir^*'Jil7 

[0 0 8 0] 

0il{Cli5 0°C73rM 1 0 0°CT'fe^o 
[0 0 8 1 ] 

[0 0 8 2] 
[0 0 8 3] 

BLJ& (a) (2) ©f524£Pgl£, *l«Bt4l«0fer5 K*-*2/-Mfr&<»«: 
[0 0 8 4] 

[0 0 8 5] 

8 3 ffiIE#2 0 0 2 - 3 0 
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>Xtt^^ l/xoi ^ §ilft*ii ; n D ^ ^ >, i'Da^l/A, E 
t&itm.m. i, 2-^^001^, ^nn^yifyxtt^ao^y-tefycoj: 

y 7*f a - h 'J J: e> h V ;i/it- s> y H, »atctt, ^nyy^-fb*^ 

[0 0 8 6] 

Ml 5 OTCt-fey, ^igfCta 1 0°C73rS5 OiCT^S. 
[0 0 8 7] 

r-fe^^/ft©iR/»«pWtt, mmt^m. .tor » 

[0 0 8 8] 

©jR/fclCfll 3 £ t) T* £ £ 0 
[0 0 8 9] 

7 ^ Ktf*^Affc^&©an*3R#j# (*^»£7iZ^;Mt L B#71z 
[0 0 9 0] 

yxiz&m^-Tjin&otemffimmitTkmm; h^xyxte^yy 



ffiliE#2 0 0 2 - 3 0 
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, 2-j;^nDx^x ? n uKyif yxteW n n'O-tf oteJWfy 

>, ^^-^r-9->, h ^ 1 ^ > X tt ^'xf 1/ > ^ 'J n - ;i/ f ;n-f ;i/ 
©J:^fcx-T-;i/3B ; Tir h >Xtt^f ;i/>r h><Z)J: ?&>r h >^ ; xh 
u**y<D&5t£-huik<&mM ; T-fe h-h'J;i/X«>f V7f n-h u;i/<z>j: 
h VJim ; * * y x#7-;k 7°n;t;-;k 2-:/aAV-;i/, 
y -;i/Xte-f V7*3! J -)1<D£ o &TJ\/zi-;iM ; ^;bA75 K, N, N- 
i;^f;i/*;i/A7U\ n, N-i/t^jiy-t hr^ KX(iN-^^;i/ - 2 -t? 

[0 0 9 1 ] 

A 8 7^7A, ^M/^^^A-^i, - ^/r;i/, a^7A-ift7;^ 

[0 0 9 2] 

jRjC&fia?l±, SM^ft, MI^iaoTM^S^ 3t#- 1 0°C75Ml 0 0 
2?jI{Cte0 o C7$M8 0°C"e&£ o 
[0 0 9 3] 

[0 0 9 4] 

, M/S?KiC*$:*D^, zfcfciBfDLfcV^jfc 
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jc«fcoTB6!jfb-^%^#e>tiSo mbftzgwfc&miti&^tebix. mm. m*. 

[0 0 9 5] 
[0 0 9 6] 

T^y«©^®S^> T-fe^-;i/», ^h^^>^j;i/ 

$/U;i/x h^r>>^;i/^-;i/S, 2 -:/n^- t h x;i/«, 2, 2 

[0 0 9 7] 

o 

[0 0 9 8] 
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~jv. 2-7urtJ -;i/3Z.&:7*# J -)V(D &?&7Jizi-;vM ; *;i/A7 5 K> 
;b'J>ih'J7^ Ftf><ke>&7^ KIR ; KXtt^;i/^7>© 

h7tK077>XJi^^t» , HiTO^ (#{c@f^) , 7JVu-;vm 

o 

[0 0 9 9] 

1 OrjJrMl 5 OtT'fe'J, #FjglCliO°C75Ml 0 0°C"efe^ o 
[0,1 0 0] 

[0101] 
[0 10 2] 



8 7 



ffiSE#2 002-301 1469 



#2001-107615 



[0103] 

U tfAXlizMHt^y A©J:3fcT;i/#y£*#3lHb4WH ; *®ftth'J A 
;* h^rS/ KOJ:^47^y^Jl7^3^i' ; Ji*?* yi~ h U ? 

AXiiifiw;!/*^^ :/-*- h ?Aa> <fc o&^i/t^^vt;!/;*? y ; t 

K^^>, ^f;b7^>, ^*^;i/7^>> hyx^;i/7^>, 

bv-f^jvr^y> i?jyzfuif)i3L?-j]s7$ys N-^^;i/^;i/^u >, try 

4- (N, N- 5?^f;i/7 5 ^) tfU^>, N, N->>^f;V7-'J>, 
N, N-i/=L^;i7-V y. 1, 5 -VTV ¥i/?U [4. 3. 0] 
X>, 1, 4 ¥i/t?U [2. 2. 2] (DABCO) Xttl, 

n [5. 4. 0] Vy^t? - 7 -X> (DBU) 

«a63H-e*y#, ^jitc«, 7;i/*y^iiiSi («kc«bi-*- h y 

*A) , 7^'J^l7;i/3^i/Ki (#{C^- h U ^A^ h*>> K, -^hUCA 
[0104] 

uu*yiiyx\ty9uu^yi£y<D&oteJ\utfyikmikjkmm ; i^xfM 
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j-jv, x#y-;K yn/V-;K 2 -ztu /W -jvxi$7* J -jkd 

r;i/3-jl/i;^;^7n*, N, N-^^f;^Jl/A7U*, N, N-£?*?- 
[0 10 5] 

- 1 0°C73rM5 0 o CT*&U, ^{Ctt- 5 °C7^M 1 0 °CT*^>^ 0 
[0 10 6] 

5^riM2 o^ra-e^u, Mictei o^-mnm3 iritis. 

[0 10 7] 

£#rM?£3ifc-r£*\ XJi7K£iSfnL&v^g£ (WTt&^yMy. x-^;k 

[0 10 8] 
[0109] 



8 9 



miE#2 002-301 1469 



#2 0 0 1-107615 



/ 

[0 110] 
[0 111] 

M^Mlt I^IXiiMfCioTffttS^, j!S-2 0°C 

75M1 0 0°CT'&t>, £PiI{C&0°C72rM5 0°CT^-5„ 
[0 112] 

[0113] 
[0114] 

« 

9 0 ffi!2E# 2 0 0 2 - 3 0 



#2001-107615 

M L T |& £ -T £ 3 £ # T' £ £ = 
[0 115] 

[0 116] 

W#L&VN%<Z)T*&ft«#CPK3£kJ:&v^ Mill ^^if>X«^^ n^-tf- 

mitTkmm. ^mmm^mm. ^-^)im. nx^-um. r)in-)vm. mm 

[0 117] 
[0 118] 

J±#&, #&CPB^te&Vx#, ilSl 75M1 O^ffiT^f^^tl, gfiilCttl^Cffi 
[0 119] 

it^OTC73rM 1 0 0°C-e&U> #*IIC« 1 0°CBM5 o o c-e&£„ 
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[0 12 0] 

-fb-rstf, m&i 5^12 4^®T*&y, »artctt3 o^Mi 2^ra-es>* 

o 

[0 i 2 1 ] 

^ ^ ^ _^(c <fc o T Jg fC^T' £ -5 . 
[0 12 2] 

#lCPItf£«&^#, Mill r-fe h><DJ:e>&4- ; ^*nn*#>, *D 

nrt^i/AXttra&fb^Ra^fc^ny Xb^bzKltm ; r-fe h- h u ;i/tf><fc e> 

&x ^x-^I/x-t^I/, -r N^fc: FU7?>yL\**? 

x-^;i^;N, N-^^fM^7U*, N , N-i/'^f;i/7th7^ FX 

fete, ^rh>i (#tcr-feh>) , /Nn^>fb^b*^JS (^ic^an**:/ 

) , 'h'Jil/i (#C7t hX h U;i/) , 7^ (#{C/\^rif^^;i/^^7j>D 
[0 12 3] 

^At'J'JAt^hl/^ h (CAN) X«2, 3-^'^DD-5, 
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- p -Ky-J* J y (DDQ) ^fjitCli, CANX«DDQT'fe5. 

[0124] 

fcfoumiz> mmt^m. ^mxitmm^n^mitmmz^^xmitt^^ 

mno°C7bmi 5 0°CX$>V. &miZ\Z l 0°C73rM5 OTCT'&So 
[0 12 5] 

1 5#73rM2 4B#H3T'&U, #*SfC&3 O^Ml 2B#IWT*&3o 
[0 12 6] 

mzLxmmVdZzm-t&fr. x^tmmL^^mm (Mz-ix^ygy. x- 
m^yzisv^X'&'ML. zmzz^xB mtn?®tfm *>nz> 

y =y v j -mz <fc o x m izmmx # & 

[0 12 7] 
[0 12 8] 

BLfe (c) v&mtsn&mmt* sj^&pittf, m^R&fesss**?^ 

i&ltmm. 1, i'DD'<>mtt^Dn'<>€>©J: 
3fcy\n^>ffc J &ffc*ilt& ; ^x^;bx~5^ V :/D fcr;i/X--r;K ir V 
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[0 12 9] 

(c) -e^M£*i3&«&, Klth'J^, 

tv-ju^jiibv >, tfu^>, 4- (n, N-^^^;i/r^y) trus?>, N, 

N-^^^/l/T— »J >> N, N-^xf;i/7-'J>> 1, [ 
4. 3. 0] y^--5-x> % 1, 4-vyw*/9n [2. 2. 2] 

(DABCO) XIZ1, %-VTW*/9U [5. 4. 0] ^>^^-7-X> 

(dbu) ifaitctt, r^*u^M«»*w cm 

[0 13 0] 

S/SSfStt, Iffft^i, ttH*ICj:otll«55^ itm- 1 0°C7JfMl 0 0 
[0131] 

[0 13 2] 
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[0 13 3] 

(Dnffiiz&^TMftKDxmizmK iwt^i^, 

[0 13 4] 

ii#{cps^(i^vN^\ «a.wr, *#y-;K Vn/v-)i/, 2-y 

[0 13 5] 

* yjsjifcym. <yi£yx)ifcymxiZp- h)i^yx)i-foym<D&ote*)i> 

*ym-,mz. y^-^m, mwm. ?^ym> m^m> mmxiz-^u^ ym 
^<DXji#ymi&T~$>vm> ftmizizmm v&\zmm.) t*&&, 

[0 13 6] 
[0 13 7] 
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Ot:73rSl 5 O^C (ftmiZiZS 0°C7!rMl 0 OX:) T*&*J, i&afcffl^&M 
fST-ii, -io°C7^M50°c (^*i{cti- 5x:jbmi 0°C) T*&£ 0 

[0 13 8] 

T*«> itS. jIS 3 0#Rg72rM4 8 (^iltCli 3 ^H75M 1 0 l^n) »J 
, ^a^ffl^fc^^T'tt. It5^I10H^ (fI{:ttlO^M3^f 

[0139] 

jRjs*t«, *j:m<DMMt&m*i%mzi£vT &&&&&& bm&ztiz. 

TktLUmhte^mm (Wiut^y-ey, §rjp^TB«j 

*wmwk*. fcmtfxzmv&frm^itfcMi-bvv&xitmmiivv&z 

[0 14 0] 

7utVtj7 - ■ • *-J3-vV • isy-tt/Ts, mam 

, t. w. yv-y • r> K • p. g. m. ? , > • cr-r u - • ry K 

• • -4 y V [Protective Groups in Organic Synthesis, 3rd edition, T 

.W.Greene & P.G.M.Wuts; John Wiley & Sons, Inc.] ICffilES *l<5 2fS6tCflcV*fT 

e>r 

[0141] 

ykMmofcmmtf, r^^jvm. ^>i/>r;t/g, ^h^tKntr 
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* b*ri/T h^t: 4 ->f fh7t FD77>-2->fJI/ 

h^fc K0f^77>- 2 ->f * h 1, 

1 h*S/**-/l/3£, 3Lh*i/**Jim. ^U^ly^^^m. JVzfU 

^S/^^;!/^, 2, 2, 2-h'j?nnih^i'^f;H, ^ (2-^ddx 
h^fi/) i-ih^ri/xf;i/S, l- (^fy^n^j/) m-jim. 

* b**/jJ)lstf=-Jl£. X h dp S/ t b*ri/l])Vi8=.jvm. 2 
- h u *^;i/i/U;i/x S/ 2 -^n^- t - 

2, 2 -^7*0^- t h=Jf tf-;i/^-^2/^j;i/4<-;i/ 

[0 14 2] 

mm, mm. u>n, *-ft;**»xtthU7^n 

[0143] 

j*^;i/X&Mx^;u(Z>j;e>&x*^-;b^ ; * # / -;k x#y-;b, 7*n/v 
-;k 2-^ , ny\v-;bX«^'^y-;K^j:-?)^r;ni-;i/^ ; h\ 
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[0144] 

O'Cftm 1 5 0°C"e^>y, #jS&CteO°C73rM6 0°CT*$>Z> o 
[0 14 5] 

[0 14 6] 

SjsuTt, *xg©s«r-fb^tt^stc^oTiR/sa^«>35pe)«flSi3*is 0 

[0 14 7] 

JVij J <i JVM. Y)\*n4r*/T)\si3 J J )lM* ^ffiOTJVjtj J 4 Jim. TV-friJ 

=^i/^;i/^x;i/fbr y -;i/*;bdfx;u^xttT y -Mtr y -;b^;i/^x;i/^x* 

[0 14 8] 
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<dx otayfru y &M8tmmm ; mm.i^m± v u ? a, m.m*m* u vj*xizm 
wiT^m vr?&<D£o&Tjv*v ±mmmm^m *mit y ^ ? a, yumiti- b 
y y ^xiZTkmitfj v y^ozoterjiu v±m^m^m 7kmiti- h y ? a 

, TkmittiV V&XltTkMitV^V&a&oteTJljjVi&mykMltmm. ; ^hu 
?A*h3ri/h\ th'J^Axh^Pi/K, # U ^ A t - zf b df K3Ui U ^ A 
* h3f£/ Kffli^^^l/^'JiMyii/n^ri/ K3H ; ^ "f-Jl/* )l>j]~7 % y-F b V V 

K^>> *^;i/7^>> ^*^-;t/T^>, x^;i/T^>, hUxf;i/7 5>, 
b'jyf;i/7^>, VA y yn if;i/x^;by * ^ n-*^;!/^;^'; >\ 

4- (N, N-S?;*^;i/7^ >>) ^U^X N, N - V* U 
N, N-^x^;i/y- y >, 1, [4. 3. o] — 5- 

X>, 1, 4-i/'rif^^^n [2. 2. 2] (DABCO) X\Z 1 , 

8-^T1ft^>^n [5. 4. 0] ^>t-*^-7-X> (DBU) ©J:^^^^ 

^#y-7A) , 7;b#y&M*M;«f (#{C7KM^-hy ^AXttTK^c^y 
•7/0 , r;i/^y^MT;i/n^>> k» (#jc-?- h y ?a* h^f k, thy^^ 

[0149] 

-t^k s^>r y yn tf;i/x-^;b, f h7tKn75>, y^-dr-^>, b* 
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[0150] 

1 0°C72rMl 5 0°CT'&D, ^jlfCli 0 r #M 5 OlCe&S. 
[0151] 

[0 15 2] 

m (mpLit^y^fy, x--f-;w B^x^;i/^) u Bttf 

[0 15 3] 
[0154] 

lzM¥Lte^%<DX*&til£mzmfelt&^tf, Mill '\*if->XttS/* n/\dp 
*>©J:^fcflgJte»«ftJ!K3R?B ; N;i/X>, * :/ 1? > X tt * 2/ 1^><Z)J: -5 



10 0 



dtiSE#2 0 0 2 - 3 0 



#'2 001-107615 



$ J -)lXlt2-7uAJ - )l<D £ o & T Jin - ;im ; H&^XttBf&CD «fc r> &HI 
»ftflS*3R», 5Sr*«*ft**a, x-^;i/^, ixf;H, TJin-jvm. H§ 

[0 15 5] 
[0156] 

m^m, v^, jisi^Mi o^ffiT*?Tfcfc>*u #aaictti^cffi 

[0157] 

mmo'cjbm i o o°ct*&u, ^aiictt i o o c#M5 o o c-e&s 0 

[0 15 8] 
[0 15 9] 

[0 16 0] 
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UTb)\,2±x\*mmtmm<n&oteKuvyitmik*mm r± b- h v)i<d&? 

x--r;i/^;N, n-^^^;i/3}n;i/At^ K, n, N-^'^f^rt h7^ KX 

izit. >rvym> wfyfctitit-fcfm. -hum x-^;i/^, ksi, 
. TbyM mizynby) , Aoy>fl:Kfl:**3B n** » , 

[0161] 

^t'J'JAtOHh (CAN) 3-i/^Dn-5, 6-^>>ry 

-p-^>!/^;> (DDQ) ^jSiCli, CANXIiDDQTfJfcS. 
[0 16 2] 

^0°C7!rMl 5 0TCT?»»J, »3l{Ctt 1 0'C7>M5 0 o CT'Sx5 o 
[0163] 

[0164] 

jKj&**t«, *ii© s 8rtt-£4& ^sestets o tsjsi^i^ ^mmzti&o 
mz.it. mitn^^^ht=.^m^m^. ^trnmL^mm (MX-it^yn 
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[0165] 

-^y^^^^^mt^m^^^^tiz^^m^^^m^mx^^ 
>xi*m&^-Tj\s<Dj:?mmMmit*mM; ^y-^y. h)i^yxiz*yu 

, 2-^^nnx^>, ^ □ won n a^:vif y<D& 3&Aa>f y 

<tm.it7kmm ; i>'xf;bx-f;k i/Mv^ntf;i/x-r;i/, f h 7 1 F 

[0 16 6] 

^M$ti^^rx^->$:^^-rs^^#«, Mill #^fb^ b^y^jvry 

[0167] 

>S^^MliMWt:^^ fSI^cfcot^S^ itm- 5 0°C73rMl 0 0°C 
T'feU, lfI{Ctt-l 0'CM5 0t;T'$)l). 
[0168], 

2^raT'$>U, #^fCte 1 0#K^1 B#raT*&£ 0 
[0169] 

^^{CTKSriUx., *£*IftJL&^?^ 
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# 

[0 17 0] 

b&&, -jks; (4) zm-rzit&m&mmjjmT'&z. 
(f3ii) 

-«*5£ (6) zm-tzft&m$:W&-rz>j:nx'&*), -m* (2) 

[0171] 
• (f|4Ii) 

#:OItt, (a) >fb^#l (6) ©*»aS©«Sllfi«:l»*"r*XS, &*>\ (b 
) (a) XgT?#e>ft*fl:^4lf£, -«5£ (7) 
[0172] 

[ft 9] 




[0173] 

»^lt-jk^; (4) fe*-r*ft^««:»3fi-r«*a5-e»*. 

[0174] 

|ff# (a) te. $2I| (e) fcraaiic, (b) fcfc, »lXii:H«JCl 

[0 17 5] 

c&te, -jkss (2) zm^zit&mzmm^zxmx&z. 

(I51i) 
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^ (Ph) 3 PCR 2 CHO 
[0 17 6] 

^xT^r^>, h^t/x* >3U£^x^- zr - ;b £/' * 5=- ;t, x - ^ ;b 

[0 17 7] 

^^^liM-ft:^, ^^{CioTM^^Tb^ iiS0°C7^Ml 5 0°CT*& 

^fiitc«3 cct^mi o o°ct-$.^o 

[0 17 8] 
[0 17 9] 

*Iiit ffc^ (2) *mm?Z>J:m.T*$>>), jt&® (9) 
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[0 18 0] 

yxit?sm^-^jv(D^vmmmm^mm; <yify. Mbx>3u**s/u 

>©<fce>fc^#l£^b7MSi!^ ; ^nn^x ^nn*M, raS^UtH, 1 
, 2-Wuu3L$y. V uuKyVyx\%P>; uuKyi£y.<D&oi&;\u>fy 
itmti^mm ; J?if*i-f^ £?>f v:7*nit?;i/x--T-;i,, fh7tKD77 
>> y**v-y. v*h*i/^*yx\*yx-+\sy>fV'n-)\,*j*?')\,ji--T)\' 

(D&otex.-'rJiM ; * # y x#y-;i/, ^daV-;1/, 

N;i/x>x&3f i> *tti-f;i/S (#ic^x^;i/o:-5 L ;i/, -x- 

) 

[0181] 
[0 18 2] 

5CiSa«tt«»ft-&*, 3*lWCJ:oT^fcS#, ji^- 7 8^M1 0 0'C 
[0183] 
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[0184] 

(^7^811) 

#x^&, -jh^ (i i) zm^-zit&mzmm-tzjim-v&v. shccc 
H 2 o-Pro c^cfj, p r o itmmimMm^-t a ) zm-rzit&mz. 

[0 18 5] 

, V yn4yXiZftm^-TJi<D£?mmiMmk7kmMi h)V3iy 
Xi**i; is y (D &ot£^nf%it7kmM \ uu**y. ^Dn*M, m& 
itm.m. l, 2-^)nniJ!X V uuKy My xiZV 9 uw<yify<D£o 
^j\u^fy^m^mm; ^^it. ^x^;i>:n-^;i/ N VA yzfnifji^-rJi 
, fh7tKD77>, ^3f-9->\ s;* b^-i/^^yxitv^uyw n- 

[0 18 6] 

^7ig©S^MttiSWb^ft> I£^k:J:oTJI&£^ jiS-iox:^ 
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Ml 0 OrT'feU. tS-MiZitZ 0°CBM8 o°c-e&£ 0 
[0 18 7] 

^7iloSJsSi$ISttMM^ MlSMtcioTM^S^ its l 

[0 18 8] 
[0189] 

, U ^n-r>xii^fix-^;KDJ:e)^BiJK^^l:7K^ ; ^y^fy. b;ix.y 
xiz* y i; y <z> £ ? &^mfiilt7kmM ; vtuutzy. ^nntfui/A, mm. 
jtmm. l, I^VV uuiLZy, ^uuKyMyx\%V^uuKy^£y(DXo 
fji/\u¥yit^t7^mm; y^^-JV^-^jv, i?>fyyne;i/x-f;K •f-b'y 

;i/x-^;b©J:e)^x-^;b^ ; ^ ^ ^ ;n#y-;i/, :/n/W-;w 2- 
[0 19 0] 

H8XgT'^M$tl-5A^^^AM^{*, -rh^*;*. (h'J7x^A 

hu^ (y^yyVryT-z by) vn^yvhsV u n*;i/A$g#, tr* <*;/< 
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[0191] 

9AXtt«Sft7K3RU^^A©J:^«sT;i/*U^MM^fift«[S ;th'J ?A* 

5/ K, ± h U Ax h dp */ K, # y A t - ^ h 2/ KXtt V * V A* h * K 

T^>, i>yv7"nif;vxf;i/7 5>, n y y % \*y*?y % 4- 

(N, N-^^^;i/T^7) ifVPy. N, N-^^^;i/T-y >, N, N~i? 
Xf;b7-'J>, l, 5-t?7Wi/9u [4. 3. 0] y^--5-x>, 1, 

C2. 2. 2] z*-^*^ (DABCO) 1 , 
kTSy^n [5. 4. 0] tf;/-^- 7 -x> (DBU) © «fc ? &#$&T ^ >^T? 

[0 1 92] 

^8xi©sjsssttim^ ummiz&^Tmteztf. m^o-c^mi 

5 0°CT'fe U, ^JSifCtt 5 0"C75M 1 2 OttfeS. 
[0 19 3] 

[0194] 

Jf&*ifcU &*asr7^**>?A$&M^Tfefl^*fc&, 
(^911) 



1 0 9 



ffi$E# 2002-3011469 



#2001—107615 



^9xstt, <t&m (2) Sr»3g-rsx3g7?*y, <t&® (id <z>*g?gtf> 
mi on) 

(12) zmtzit&mzife^T, xt>mMm*m?mar, 

(a) -JR^ (13) X'mZtl&fci!?®) 

[0 19 5] 
HtlO] 



[0 19 6] 

jft£#£T, (12) fcfiiSS**^ 

Xtt, (12) iC^VAT, X^7KI8SS:^"r»^ 

(b) tfti*CD-«5S (13) ^M'ffi^^T*, ^X70it7y^ 
<Z)#£T> ft-£% (12) hB»3i^$-&S3i:tc<l: y»UfcS*i*. 
[0 19 7] 

(a) *£: 




(13) 
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Kn77>, h^ri/x^ >3Gi^x-^ u>^U =i-;i/S?^^;i/ 

x-^;i/<Z) J: o&3i-T)im. ; — h n * # >©<fc 3 & — h tHb^'M ; Tiz h- 
h U ;i/X«-f V 7*f n - h 'J J: ^ h 'J ;H ; ^ K, N, N — i/ 

^f;i/*;bA7^F, N, N-^^^;i/T-fe hr ^ KX«N-^^;b- 2 -tfn 

A75 KXttN, N-^7f ;b7t h7^ K) T'feS. 
[0 19 8] 

'J f 7 A© J: 9 ^7;i/^J U M^itl ; *»**thU 7A, U -7 

AXli^7fc^U^«7A©J;e)*5T;i/*U^Mfi^^ ; BtM^ h U 7A© J; 

•7A<D£e>&7;i/# U ^M^KiR'fbM ; 7K$Hb^~ h U 7A, jfcgHb* U 7AX« 
*^bU^-7A©=fce)^T;i/^U^M7K^b^ ; T^.h U «7A* h*5/ K, ^ h 
U »7Axl>^>> K, *'J7At h^ri/ KXttU^tfAj* h*i/ K©<fc3fcT 
;i/^7 U^JRT>n/3^rS/ KIB ; h U xf;i/7 ^ >, h'J^f^75X V4V?U 
bf;i/x^;br ^ n-^^;1/^e;1/t^u trui^>, 4- (N, N-^f 1 ;!/ 

T^y) tTU^>, N, N-i?^W-'JX N, N-yif;b7-'J>, 1 
, [4. 3. 0] ;t-5-x>, 1, 4 - ^y-tftf */ * a 

[2. 2. 2] (DAB CO) XiZ 1 , %-V7Wl/9U [5. 4. 

0] «7>T-*^-7-X> (DBU) ©cfc^&^a&S^ ; ^-7A, X^ 

^V7*Dif;b7^ KXfcp;^tfAS^>*n/\3pS/;i/7* KCio^'Jf 7A7 
[0199] 



ill 



ffiil#2 0 0 2 - 3 0 
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Ml 0 0°CT*&U. ftMlCte- 5°C7&M5 0 o CT*&5 o 
[0 2 0 0] 

*ii0SfT4^n mwit&m. fcj&um\z&^Tmte2>&. its 5 
^M2 4^tfeij, ^igictti o^riMi 2i$ht*&£. 

[0 2 0 1] 

(SfS l l IS) 

*isn (15) *m?2>ik&mzm&*2>J5mr-2b>). R 6b 

[0 2 0 2] 
[0 2 0 3] 

fcfc, #I3Sl±, R 6b #^jR5£ (17) ^<DR 6a £|SI£g&»T*&£l§-£lCte 

mi 2 Jim) 

*istt, -®5£ (i6) *mtz>it&m*mk~$r *#src»y, d 
5) sr^-rs^ifetc, 

(1) ^tS-ffi^^, ^R 6 -Xa (Xali, /\nV>jK^ (4*JC**Xtt 

(2) ^^^cfi, |^|R 6 -Xa (Xatt, AD>f>J|? (4*KlS«*Xtt 
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(3) mmmi7bm6m<z>mwrhyxiz> mmmsjbmam 

nmwrby*. mnMi/yyitz *mit*vm+ b u y&xizfrmit bvr 

[0 2 0 4] 

#ZDgte, fgl lX;g£#IB&L #BS$tl^ 0 
[0 2 0 5] 

(1) iui&L£l£2X@ (c) 
[0 2 0 6] 

>, v 7ujyxitftm^-Tji<D&5mmMmit7kmm; <yvy. h;t/x 

yX&*yi/y(D£ote^mMifi<l\:7kmM;V2un**y, ^nn^A, eh 
i&itmm. i, 2-^?nnx#>, ^nn/0-^>X{i^^nn^>if>coj; 

7kKD77>, ^^-^p-9->, b*i/±*yx\ty^?-vy>fV n-ji*J* 
?-}i3i-T)i<D&oft^-9-JVM ; ai#y-;K ^n/NV-;i/, 2 

[0 2 0 7] 

hU7i-;^770) *£<DA^yv 2±-fc7.y j y&fa ; iRv^i, Ml* (£? 

-o^u^^r-fe h>) ^a^s^a, tr* (v^y^v^yy^ by) k^v 
Wy^7 ^ 7 AXtt/^ 7 'J ;i/^7 ^ 7 a ^ □ y K2 4#-e&u*#, £?;g 
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[0 2 0 8] 

7^>, h U zfU \£)Vits^y^ h'JT'f;!/*^?^ >, MJt-7*f^#^ 

>, h y ^>^;i//J^^7^ yx\tb ^^^77^ h y ci-C6 
yjv^jij^^y y h'j7i-;^x7^x bV J y^—jv^x? j yxit 
b >Jt7fMX7-f >^<z> h y C6-cioyy -;i/jfc*:7-f > ; h u;i/i;7i 
-;i/^x7o« h y N y >, h'^i/fM7s7^x h'j7*f;v 

7x^;b4x^^>f >Xl± h y - 6 2 -t7f;w^7^ y^(D, ci 

-C4T;i/= 3 P;b&«^«i: bttitt <fc^ h y c6-cioy y -;i/^x7-f > ; 
m*2- (i;t-7*f;v*^7-r;) ^7ii;k 2- (s?*/* a/\3f 

7^;) fcT7i-^Xtt, 2- (i/'i/7nA^ri/;i/*^7^;) -2' - (N, 

>, 2- (i/'t-7fM7>7^;) tf 7^— 2- (s;*/* 

7-f;) t*7xx;i/Xlt 2- 7) -2' - (N, 

[0 2 0 9] 

&mt$ti2>i&mi*. »h'J7^ K**yfAXttft»yf9A 

f7A^ h=Sr2/ FfflJ:^j:7;i/*'J^l7;i/3^i/ K3H ; b 'Jxf;i/7 

hU7*f;i/7^>, i;^y7°n^;i/xf;v7*>, n -*^;i/^e;i/* y > 
, tfy^>, 4- (n, N-^^^-;i/r ^ y ) try^>, n, n-^^^;i/T- 

y>, N, N-i;xf;i/7-'J>, 1, 5 -VTV ^ i/9 U [4. 3. 0] J ± 
-5-X>, 1, 4-^TiftfS/^D [2. 2. 2] (DABCO) X 

it I, [5. 4. 0] •7>T r ^7-7-ai> (DBU) ©£3 
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[0 2 10] 

SJSSS«I^fb^t, ^ffciotH**^ iiSO°C75Mi 5 o"CT'fe 

»J, *?^Cte5 0t:7!rM 1 0 OtT'feS. 
[0 2 1 1 ] 

[0 2 12] 
[0213] 

(3) T'^M$H5liIlM6l©I^h>tlTH *j^7A 

■T-'n K, rth7;i/fth\ yn;\">-i-t>, :/n^>-2-;f> (T-fe h 
y) . -7*y-2-*y, ^y^y-2-^-y, ^y-y- 2 -*y*gtfmfb 

a 

[0214] 

yxit^m^-^r^^^ommmm^mm; ^>-t?>, bji^yxit^tyu 

y<D£ote^mfikft7kmm ; uu**y. ?na*;i/A, Mt&itmm. i 
, 2-^^dooq^> > ? n n^>if a won y<D& t>te/\utfy 

©J: e>&x--r;i/^ ; * # y x#/-;i/, :/n/W-;i/, 2-yayW- 
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&x)ifc*i/FM;mz±mmmmm&m>&mmv$>vm. ftmiaz. navy 

[0 2 15] 

SJ55MttS^ftlr^ ^M(Ci:oWj;5^ its- 1 0°C75Ml 5 o°c 
T'3dU> ^j§iCtt0 3 C7ZrS 1 0 0°CT'^>^> o 
[0 2 16] 

[0217] 

WX.lt* S^7f, ££S»c*£#[l;i, 7K£*B*hL&vaMS (#[xJ£^>i£> 

[0 2 18] 

HI lXa&«BSLfc»^tt, mf&ZftZ. 

(m 1 3 II) 

*IIH ffcH^ (17) fci^TSHT'&U, ffc^fli (14) XfcMfc^tt 
(16) £, 

(1) ^tStt*«Et», l&ffi7$M5*tjEE©2K3S#ffl&T (8FSaicW: 1 , 

(2) ^M^#«T> »**T?«#'r**tCJ:y, ^8Hts£WtC«*Ifc 
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[0219] 

wmtmm. 1, ?an^>i?>xi£^?nn^>-fef><Z) 
^^;i/x-^;i/© j;^^^-^;!/^ ; ^ ^ y x#y-;w :/a^V-;i/, 

2-yn/w-;i/, ^^y-;i/Xtt-Yv^^y-;KZ)<fce)*r;n3-;i/^ ; 

[0 2 2 0] 

/\7^7A-w;7A, Ma^x«e^n-e&u#, #Hiicte, n^vv 

[0 2 2 1] 
[0 2 2 2] 

1 0B#f§T*&U, #agfCte3 0^M6^T'fe5. 
[0 2 2 3] 

Mill /KJ»T#, «££-3£L£^> zm* 1 glk-?Z>Z.}HZJ:-oTBmti* 
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[0 2 2 4] 
[0 2 2 5] 
[0 2 2 6] 

H/SMStt. IM^t, ^flCiotl^S^ ilS- 1 0°C73rMl 0 0 
[0 2 2 7] 

[0 2 2 8] 

1 4 II) 

#I@M:, (3) &«'T*ft-&«f«:»3ii'rsXS-e*y, ffc^«> (1 7 

R 3a -Xa R 3a ttt5^i:|Bl^$:^L, XattWI^^t) St^iTS 

[0 2 2 9] 



1 1 8 



2 0 0 2 - 3 0 



#2001-107615 

tf)£-?&x-^;i,^ ; T-fe h>X«^^;i/x^;b>!r h>tf)J:e>&>5rN>^;xh 
ti*#>©j:e>&xhn'fbiir«l ; Tir h- h y;i/Xte-f y^fn- h 
e>^x h y/ujH ; ^;bAT^ F> N, N-i/^f;i/^;i/^7U\ N, 
^;i/T-fe h75 FXteN-*^-;t/- 2 -tfo u S>V >©<fce>&T^ F8 ; *v^± 

tcii, An^>^^b*s8S (#fc^?Da*#>) , x-^;i/^ (i;x^;i/x 
-f;i/fb<ttfh7tKn77» X«rs F& (#tcN, N-^^^-;i/7j%;i/ 

F) T*&-5„ 

[0 2 3 0] 

<0J:3fc7;i/#y&JR0tlft3&£ ; ^Ith'J^A, K»***U ?AXtt£ 
^*iPt U A© J: e> & T;i/^7 U &MffiJKIMM ; *i5ifb U A, *iSHb^- h 

9 A* 1**5/ K, h U h^p>> F, # U 9 A t - -f V * is FXtt U ^ A 

* F©J:e>*:T;i/* 'Jil7;i/3^i/ FH§ ; **JIT ^ S>';*^;t/7^ 

>, x^;i/7*> % h'JiW^X h'J^f;i/7^X ^V7*ntf;i/xf 
jiT^y, N litis v n°U^>, 4- (N, N-£?*^;i/yi* 7) 
tfUS?>, N, N-i;^f;i/7X'J>, N, N-yif;b7XUX 1, 5-s; 

[4. 3. 0] 7:J--5-X>, 1, 4-^Tiftf>>^D [2. 2 
. 2] (DABCO) Xte 1 , 8 - VY ifbf > * n [5. 4. 0] y 

^*-7-x> (DBU) «Fa»Ctt, T?lUV& 

S (^iCTfc^bU^^AXliTK^b^- N U T'&£ 0 

[0 2 3 1 ] 

SfKSgttl^fb^i^ #H<£lC«fcoTJS*<5#, 1 0"C75rMl OOt; 
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[0 2 3 2] 

2 4 i^rit^ y , ^aic.tt i mrmm. i 2 usMsrr&s. 

[0 2 3 3] 
[0 2 3 4] 

*ISW©JSififfl:^« (5) , (7) , (8) M (12) ^te, ^T'feS^ 

y K • * •^r^Xh'J- - U# -X, f8i, m2 7 m (1998 

fp) [Bioorg. Med. Chem. Lett., 8, 277 (1998)], fh7AFD> - U#-X 
, ^3 7#, H6439K (1 9 9 6^) [Tetrahedron Letters, 37, 6439 (19 
96)]^} „ 

[0 2 3 5] 

[0 2 3 6] 

**&w<D-m& (i) zm?zfc&®xi**<Dmm±wmzn2>i&MZ:. ±m 
mm<Dmmmxte^Mmt.LT8im-?z>m&izi$. *n&{*&&w*m&<Dmm 

%m l < « i/ n ^ zfmmzz & m n e^x u < i±*£&i^ jc «k £ □ m 
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[0 2 3 7] 

* ; tr-X^y tfJM0£$teVv9xm ; mm ; T^bf>Bft ; WiWtf- h 
2/ > ; *J U h U 9 A, 5 *) U ;i/8Kgftv A© £ 5 & ^ >7 U ;b$fi 

TkWMtya ; ^VVJitfami- h U ?A, xfT'J yWtijfr*/ <7 A©<fc o taf&j *y 

, is3mmffi&^XT)v<D&?te#>(*yRm&&mzmtfzz£tfT'gZo ) 



12 1 



ffi|E#2 002-301 1469 



#2001-107615 



-e^s. ) , mmmMM its^ffi^ns, tr***, 

[0 2 3 8] 

PSlmg (£HgtC&, 1 Omg) , _h|Sl 0 0 Omg (^JglCte, 5 0 0 mg) £, #fflR 

ft&iB-nm&izte. lmmvrmo. 5 «g 5mg) , ±^500^ ( 

#3aiCH\ 2 5 Omg) &/*AtC*fUT, 1 0 *3 U 1 6'E^tCJCB: ^Tig-^f 
[0 2 3 9] 

[0 2 4 0] 

mT'^b, Jg^»ttJffi (Hz) T-^L£ (0. 5Hz^lCj£{Kbfe) . # 



d 




d d 




d d d 




d t 




t 




q 


: K 


m 


: 7;i/f7by K 


s 




b s 
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N- [3- (3 -75 VJ -7 3L-JI) -2 - (E) -Z?W<—Jl~\ 
-N- [3-^nP-4- (1 -*^/l/fcT>*y ^>-4 — Ol/tf**/) 7i3 

] ^^^r^^^iiif;!/ 2%gft% (Mavffc-£$>## l ) 
##«7^#p>*ifcN- [3-^nn-4 - ( i -^^;i/tf^u 4 --r 
7x-;i/] — n — [3- (3-i/r;7i-;i/) -2- (e) 

XJl/7 7 : E'fil/SfSSxfjV (938mg) ZV V UU*$> (30ml 

) j&T$^*j-)\, d5mi) am^mmizmML. *#t, *ft**sacfc 

(2 0ml) JC|g#U lfe'ffc7> i E — ^A*f§?R (1 8 9mg&*l 0m 
ItCiSfl?) &tf2 8%7> i E-7* (0. 3 5ml) &#[Jx.£^, SST-tJS 

£j»fC4N *ft***;*^-9->*«[S:aniLfe«, *£ET»»U 
mZ-frW-H PLC (YMC-Pack ODS-A; YMC. : 2 2 %7"fe h— h U 

g (JR§p7 7%) &i^^@ftfcLtf.fe 0 
[0 2 4 1 ] 

h NMR (500 MHz, DMS0-d g ) 8 ppm : 1.22 (3H, t, J=7.0), 1.90-2.08 (2H, 
m), 2.14-2.26 (2H, m) , 2.74 (3H, m) , 3.00-3.10 (2H, m) , 3.32 (1H, m) , 3. 
40-3.50 (1H, m), 4.19 (2H, q, J=7.0), 4.41 (2H, s) , 4.47 (2H, d, J=6.0), 
4.62&t>*4.87 (ItlH, =g-m) , 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16 
.0), 7.31 (1H, t, J=9.0), 7.41 (1H, m) , 7.55 (1H, t, J=8.0), 7.60 (1H, m 
), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s) ; 
IR (KBr, cm -1 ) : 1737, 1675, 1352, 1156. 
(H»J2) N — [ 3 — (3 -75 VJ 7i-;i/) - 2- (E) -7u^-)l] 

-N- [3-^nn-4- ( l -j*^;i/b?^y Vy-4 -4 ji**cV) 7 

] ^Jl/77?^ JVmm 2VLWMI (M^k^##5 0 5) 

mMMlVmbtlt-N- [3- (3-75^V7ii;i/) -2- (E) ~7°U 

— n — [3-^nn-4 - ( i -*^;i/t?^y vy- 4 -4JVyf*rV) 

T7 m - ;b] ^;i/7 7^4 ;i/B^^x^;b 2^^i& (435mg) J3N ( 
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20ml) JC*JWU 60iCT'6. 5\%mMW\sfco Kf&WLZ&UtT'ftftflsfc 
mmrmffih. tl^WPLC (YMC-Pack ODS-A; YMC, &&&& : 1 

3%r-feh-hu;i//7K) vmmist-. »e.*ife^i#s:iN a. 
oomi) Kmmisfc&. ffi&Tmm&mzitfr. ztizmzmmv. mmttm 

IZtt-tZklZl: y, SiaM2 4 3 mg OK* 5 9%) Srifi^ifttb 
[0 2 4 2] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.94^.^2.03 (ff2H, #m) , 2.19 (2H, 
m), 2.74 (3H, m) , 3.00-3.10 (2H, m) , 3.30-3.50 (2H, m) , 4.28 (2H, s) , 4. 
47 (2H, d, J=6.0), 4.61^^4.87 (fflH, #m) , 6.44 (1H, dt, J=16.0, 6.0), 

6.58 (1H, d, J=16.0), 7.31 (1H, m) , 7.41 (1H, m) , 7.55 (1H, t, J=8.0), 
7.60 (1H, m), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0) , 7.88 (1H, s) ; 
IR (KBr, cm -1 ) : 1732, 1676, 1348, 1155. 
(MMM 3 ) N — [3- (3-7^;7i3) - 2- (E) -zfW<=-M 

-N- [3-^nn-4- ( l -x^;i/tf/<u Vy-A -A ji**ri/) 7x^b 

] ^;b77 j E^;i/iixf;i/ 2i&mm. (Wmit-&m&^2) 

##091 3-ef3e>*lfeN- [3-7DD-4 - ( 1 - JC^;i/ U - 4 - 
>r;i/^-^r^) 7i-;H -N- [3- (3-i/7;7x^) - 2- (E) 
D^~;i/] X^^r^-Y ;i/@t^X^;b (1240mg) £i?7DD^^> (30 
ml) (15ml) U *#T> &<ft2K*£« 

afft*0TSit7ntiBia#Lfe t sj»*&i«ffiT«iwbfe«, as* 

X#7-;i/ (20ml) JCig#U ^bT>^-^A^?S (2 4 3 mg$:*l 
OmlfC**) W2 8%7>f-7* (0. 4 1ml) &fln;tfct£, 1ST*- 

, iiBKHPLC (YMC-Pack ODS-A; YMC, : 2 2%7th-h'J 

7mg (JR^5 6%) &ifeMB#i:btit 0 
[0 2 4 3] 
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h NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.26 (3H, t, J= 
7.0), 1.92-2.08 (2H, m) , 2.21 (2H, m),.2.99 (2H, m) , 3.09 (2H, m) , 3.36 
&tf3.50 (ft2H, #m), 4.19 (2H, q, J=7.0), 4.41 (2H, s) , 4.47 (2H, d, J= 
6.0), 4. 6AR tf4.90 (ftlH, #m) , 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, 
J=16.0), 7.31 (1H, m), 7.41 (1H, m) , 7.55 (1H, t, J=8.0), 7.60 (1H, m) , 
7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675, 1353, 1155. 
(mffiW4) N- [3- (3-7^/7i-jI/) -2 - (E) -7°W<-Jl] 

-N- [3-?nn-4- ( l &y-4 -4;i**y) 7x-;i 

1 ^^77^^ jvmm 2 mmm immit^mm^ 5 o 6 ) 

mffiM3T*m*>tltcN- [3- (3-7^>'7 7iUl/) -2- (E) -y°U 
K — — N — [3 -9UU-A - ( 1 -X^-;i/H°^U Vy-A 
7 X.—JI] *)iy T^^fJVmM^Jl 2i&mi& (400mg) $:3N mm ( 

2 0ml) izmML, 60iCT'4l|rWLfe o SJSII:gfi*T«lfet, 

mmrmmv. jis^hplc (YMc-pack ods-a; ymc, mmmm: 1 5% 
T-fehnhiui,/*) T«fs»Lfc. m*>nt~mfe&mfcz 1 n mm (1. 00 

ml) tc»»L/fc«, MffiTWRSMSitfc. rtL&zfclcigflgU J**gffc«tcfl- 
tdillCj: >J, SiB-ffc^ 3 2 4 m g 0K*S8 5%) 

[0 2 4 4] 

X H NMR (500 MHz, DMSO-dg) S ppm : 1.24 (3H, t, J=7.5) , 1.98 (2H, m) , 2 
.18 (2H, m), 3.05 (2H, m) , 3.00-3.50 (4H, m) , 4.15 (2H, s) , 4.48 (2H, d, 
J=6.0), 4.75 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 
7.29 (1H, d, J=9.0), 7.43 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7. 
62 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.88 (1H, s 

) ; 

IR (KBr, cm -1 ) : 1731, 1676, 1348, 1154. 

N- [3- (3-7^V7iijl/) -2 - (E) -zfu*.-)\s~\ 

-N- [3-^nn-4 - ( i ->f yy°u tf;i/tf^u yy- 4 ->( ji***/) y 
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##Mi 7T*f9btifeN- [3-^nn-4 - (l ->f y^n^^u ^> 

-4 --f^^-dri/) -7oi^;i/] — N — [3- (3-i/7; 7i^Jl/) -2- (E 

) -^n^-;i/] *;i/7 7=E>f ;i/Bftfc:^;i/ dnimg) &^dd^> 
(30ml) &tfx*/-;i, (15ml) ©a&^fc&lciSfl? U *#T> fcftTK 

(2 0ml) {C?MU ttftT>^-^ AtK?§?£ (2 2 4 mg 
&7M OmllM &0*2 8%r>^-T* (0. 4 2ml) iMfet, g 

ii&^KHPLC (YMC-Pack ODS-A; YMC, : 2 5%7-fe h 

i9 0 4 mg (JR*S6 7%) *3U|fe*{^ifti:lt#fe. 
[0 2 4 5] 

*H NMR (500 MHz, DMSO-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 1.28 (6H, m) , 2 
.00-2.12 (2H, m), 2.18-2.36 (2H, m) , 3.07 (2H, m) , 3.22-3.52 (3H, m) , 4. 
19 (2H, q, J=7.0), 4.42 (2H, m) , 4.47 (2H, d, J=6.0), 4.66^^4.95 (fflH 
, #m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H, m) , 
7.41 (1H, m), 7.55 (1H, t, J=8.0), 7.60 (1H, m) , 7.68 (1H, d, J=8.0), 7. 
73 (1H, d, J=8.0), 7.88 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675, 1353, 1156. 
(HM6) N- [3- (3-7^;7i-;i/) - 2- (E) -^U^-M 

-N- [3-^nn-4- ( i ->f v^ntf^tf^y Vy-A -><>\/**ri/) -7 

HJ6M5T^^tlfeN- [3- (3 -T^ VJ 7i-^) - 2- (E) -zfU 

— n — [3-^no-4 - ( i -4 v zfu tf;i/t?/<'; Vy- 4 -^jv* 

3f->) 7il^/] XJl/??^^;^!^;!/ 2%Ktt.(6 1Smg) $:3N 
%Bft (2 0ml) iC$8fl?U 60'CT*4irWbt -eJWU 
«JEET»*SU iiMHPLC (YMC-Pack ODS-A; YMC, : 
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. oomi) Kmmist~&* mmTmm$tmtE-£fz a ztizmzmmi,. mmm 

MiZtf-tZ.£lZj:V, i!2^4 3 3 mg (iR§p7 4%) ZM&MfeBmfat. 
[0 2 4 6 ] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (6H, d, J=6.5), 1.97 (2H, m) , 2 
.18 (2H, m), 2.90-3.40 (5H, m) , 3.99 (2H, s) , 4.48 (2H, d, J=6.0), 4.75 
(1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.27 (1H, d, 
J=9.0), 7.46 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.65 (1H, d, J=2 
.5), 7.67 (1H, d, J=8.0), 7.71 (1H, d, J=8.0) , 7.87 (1H, s) ; 

IR (KBr, cm" 1 ) : 1677, 1344, 1151. 
(HJ&M7) N- [3- (3-7^^77i —)l>) - 2- (E) -^n^n;i/] 
-N- [4- ( 1 -^;i/tf^U Vty- 4 -^;i/^-^ri/) -3-?DD7i-il/ 

] ^jvyr^^jvmm^jv 2t&mi& (#i*Mb 4 ) 

##M2 i xm^tifrN- [4 - ( i -y^;i/tf^u Vy-A -4)l>**Zs) 

-3-^DD7i^] — N — [3- (3-J/7;7x-Jl/) - 2- (E) - 7 

o/^-;i,] ^;i/7 7 : E'f;i/Wxf;i/ (1 1 7 7mg) &y?aa*#> (3 o 

ml) &tFx^ry-;i/ (15ml) (DM&mmizmMV. *#T> Jftft*lRS:ii 

l^;-^ (20ml) JCjS#U ^bT>^-^A7K^ (219mg$:*l 
0 m 1 ICi») 2i0f 2 8%T> i E-r* (0. 4 1ml) SrADX-k^, iSt- 

mmwLtc a fcmmiz4N mt^mv^^^-ymm^m^m:. m&rmmv 

, mWiZftmnP LC (YMC-Pack ODS-A; YMC, ?£ffl?§g& : 2 7%7th-h'J 

2m g (jr^5 5%) zm&mfeMmibt^xmt-a 

[0 2 4 7] 

X H NMR (500 MHz, DMSO-dg) 5 ppm : 0.93 (3H, t, J=7.5), 1.23 (3H, t, J= 
7.0), 1.32 (2H, m), 1.67 (2H, m) , 1.90-2.08 (2H, m) , 2.15-2.28 (2H, m) , 
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2.95-3.10 (4H, m), 3.35-3.58 (2H, m) , 4.19 (2H, q, J=7.0), 4.41 (2H, s) , 
4.47 (2H, d, J=6.0), 4.63^.^4.88 (fflH, #m) , 6.43 (1H, dt, J=16.0, 6. 
0), 6.58 (1H, d, J=16.0), 7.31 (1H, m) , 7.41 (1H, m) , 7.55 (1H, t, J=8.0 
), 7.60 (1H, m), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) 

9 

IR (KBr, cm -1 ) : 1738, 1675, 1353, 1156. 
(^»J8) N — [3- (3 -T^ VJ 7i3) -2- (E) -7"n^jb] 
— N — [4- ( 1 -^;i/tr^U Z?>-4 -j;i>t*i/) - 3- ^DD7i —)V 

1 ^jvyr^e^jvmm 2ttKi («wft#ft«5 0 8) 

mtfoM7-en*>tlt-N- [3- (3-7V^7iijb) -2- (E) ~zfU 

— n — [4- ( i -^;i/tf/<u 4 ->f;i/^-^2/) -3-^nn 

7i-jl/] X;i/7 7 ; E>f;i/Bt^:£^;b (600mg) &3N *M ( 

2 0ml) JC*#U 6 0°CT*4. 5 BSMHSttfbfe. jRlS?KS:^ffi*T?^arLfe 
«L MffiTiMU SIMHPLC (YMC-Pack ODS-A; YMC, : 2 

o%r-fe h- h u^//*) vnmi<f~o mbtifrmfemmft* 1 n d. 

0 0ml) tCg|*Lfe|fe, «ffiT«a8*EB£i*fc. £*l&J!KtCig#U 
IC#-TZ1^CJ: U, gfaft^4 5 0mg (IR^7 8%) 

[0 2 4 8] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 0.90 (3H, t, J=7.5) , 1.31 (2H, m) , 1 
.61 (2H, m),-1.92 (2H, m) , 2.13 (2H, m) , 2.87 (2H, m) , 2.90-3.20 (4H, m) 
, 4.03 (2H, s), 4.48 (2H, d, J=6.0), 4.70 (1H, m) , 6.44 (1H, dt, J=16.0, 
6.0), 6.56 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.45 (1H, dd, J=9.0, 2 
.5), 7.54 (1H, t, J=8.0), 7.64 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.71 
(1H, d, J=8.0), 7.86 (1H, s) ; 
IR (KBr, cm" 1 ) : 1676, 1347, 1153. 
(mmWQ) N — [3- (3 -T ^ VJ 7i-fl/) -2- (E) -7"n^-;i/] 
-N- [4- ( 1 -^yVJlVIV Vy-A -J)V**ry) -2,-ZU D7x- 
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##09 2 5T?#e>*ifcN- [4- ( i -/<>^;btf^u ^>-4 ->r;b^-=3pe/ 

) -3-^nD7x^;V] -N- [3- (3-i/7; yjL-)V) -2- (E) - 

^D^n;i/] x;i/7 7 ; E-f;i/iixf;i/ (I53img) £^nn^> (3 
0ml) &t>*x*y-;i/ (15ml) ©I^IC^L, *7frT, ' tt-ffc** S: 

y (20ml) lC$gfl?U &ffc7 (2 3 3 mg?:* 

10mli:*j») &tf2 8%7> i E-r* (0. 4 0ml) ZMz.t=.%k. lit' 

U ^IMHPLC (YMC-Pack ODS-A; YMC, : 3 0%7-feh-h 

«»ttHS*fe. £n&#Ki*«fU ^M^lc#^r hlcj: «gB^#9 
3 1mg (JRap5 3%) &&6&j£j&B#i: ITffe. 
[0 2 4 9] 

X H NMR (500 MHz, DMSO-dg) 5 ppm : 1.22 (3H, t, J=7.0), 1.94-2.05 (2H, 
m), 2.16-2.28 (2H, m) , 3.01 (2H, m) , 3.24-3.44 (2H, m) , 4.18 (2H, q, J=7 
.0), 4.31 (2H, m), 4.40 (2H, s) , 4.46 (2H, d, J=6.0), 4.59;&t>*4.88 (fflH 
, #m), 6.42 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.27 (1H, d, J 
=9.0), 7.31 (1H, d, J=9.0), 7.38 (1H, m) , 7.43-7.51 (3H, m) , 7.52-7.59 ( 
2H, m), 7.60-7.66 (2H, m) , 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.8 
7 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675, 1353, 1155. 
(MffiMlO) N- [3- (3 -73 VJ 7x-jl/) -2- (E) -^U^-JV 
] — N — [4- ( 1 -/O^I/feT^U Vy-A -j;i**ri/) - 3-^nD7i 

HJ6M9 T-miotlf-N- [3- (3-7^V7ii;i/) -2- (E) "7°D 

;b] -N- [4- ( i -/O^i/tr^y yy- 4 -4 )i#*-Z/) -3-#u 

n7i-^] ^Jl/7 7=E>f;i/S|lf;i/ 2tg|?S (73 lmg) ^3N si 
(3 0ml) C?§«?U 60'CT'6. 5B*M«#Lfe. MJ&?fc£H£ T'#£P L 
«JEETJBffcU JI1MHPLC (YMC-Pack ODS-A; YMC> &&&& : 
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2 0%7-fe h- h U/b/jfO T?*HHbfc. f6*lfe*S)l«ail!4lN (1 
. 0 0ml) izmMLfcte* *JET««lffiHS-tirfc. £*i&2jelCiS#U 
^{C#1-3 hiCj: y, «Eft^«5 4 7mg OK* 8 7%) H 

[0 2 5 0] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.90-2.08 (2H, m) , 2.12-2.26 (2H, m) 
, 2.92-3.02 (2H, m) , 3.20-3.50 (2H, m) , 4.20-4.38 (2H, m) , 4.25 (2H, s) , 
4.46 (2H, d, J=6.0), 4.61&04.83 (fflH, #m) , 6.42 (1H, dt, J=16.0, 6. 
0), 6.56 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.39 (1H, dd, J=9.0, 2.5) 
, 7.40-7.50 (3H, m) , 7.54 (1H, t, J=8.0), 7.55-7.65 (3H, m) , 7.66 (1H, d 
, J=8.0), 7.72 (1H, d, J=8.0), 7.85 (1H, s) ; 

IR (KBr, cm -1 ) : 1732, 1675, 1349, 1154. 
(MMMl 1) N — [3- (3-7^/7x3) -2 - (E) -Va^<-JV 

] -N- [3-*nn-4- ( i - 7i*f^^y yy- 4 ->{ A,***/) y 
###2 9t'#e>tifeN- [3-^nn-4 - ( i -^ai^^;i/fcr^y vy- 

4 ->f fl/***/) -73L — )\;~\ — N — [3- (3-i/77 7i^;i/) -2- (E) 
-^D^->a/] *)V7T=ej Jlffim^JV (1 0 1 3mg) *V>7UU%Zy ( 

3 0ml) JkT$^* J (15ml) U *#T> 

«ftS:LTga?6l||Siaj¥Lfe 0 SM&SJ±TIitfct> 2§ 
if (2 0 ml) £ig#U i^-ftT^-^ hj&feWL (1 7 4 m g £ 

*10mllC»») Jtf2 8%7> : E-7* (0. 3 3ml) SrflllAfctSL ^ 

IKU ^SMHPLC (YMC-Pack ODS-A; YMC, ?§ffi?§31 : 3 0%7th- 

rmmnm^^tz. 0 zn^^zmmv. m^nmiz^-i-zmz^v. uuit&® 

7 8 8 mg ORSS-6 8%) ^ifeiM^i: lt#to 
[0 2 5 1 ] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.96-2.12 (2H, 
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m), 2.19-2.32 (2H, m) , 3.02-3.18 (4H, m) , 3.24-3.40 (2H, m) , 3.49&t>*3.6 
2 (ff2H, #■), 4.19 (2H, q, J=7.0), 4.42 (2H, s) , 4.47 (2H, d, J=6.0), 4 
• 65S.t>*4.91 (fflH, £-m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0 
), 7.22-7.38 (6H, m) , 7.41 (1H, m) , 7.55 (1H, t, J=8.0), 7.60 (1H, m) , 7 
.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.88 (1H, s) ; 
IR (KBr, cm" 1 ) : 1738, 1675, 1353, 1156. 
(HJ6M12) N- [3- (3-7^V7x^;i/) -2 - (E) -^D^l/ 
] — N — [3-^DD-4 - (l-7i^f;b^'Ji;>-4->fJl/t^i/) V 

xji7r^>( jimm 2&mm. ($i^-ft£-### 5 1 o) 

H^Ji i"e^#e>nfeN- [3- (3 -y* vj 7i-;i/) -2- (e) 
n^— -N- [3-^dd-4 - (l-7x^f;i/^'Ji;>-4->f;i/t 
3f£/) 7i-M ^^77 : E'f^B8lf^ 2%Bft% (5 8 8mg) &3N • 
(30ml) ICigflPU 6 0°CT'6. 5B£|3£#Lfc. M^Sr^M^T*^ 
£PL£^, 3SJEETiR*8U ^t^^HPLC (YMC-Pack ODS-A; YMC, 
$£: 2 5%>-feh-hU;i//*) TfUIJSILfe. ff&nfciJt^Hft&lN &m 
(1. OOml) »C»»Ufe*, «£ET«»«HS*fe. £ft&;!Mcig#U 
£ICJ; ij, *ffift^«4 0 5mg (JR§£7 2%) 

[0 2 5 2] 

h NMR (500 MHz, DMSO-dg) 6 ppm : 2.02 (2H, m) , 2.18-2.28 (2H, m) , 3.0 
7 (4H, m), 3.20-3.50 (4H, m) , 4.26 (2H, s) , 4.47 (2H, d, J=6.0), 4.84 (1 
H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0) , 7.22-7.39 (6H, 
m), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 
7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) 5 

IR (KBr, cm -1 ) : 1732, 1675, 1349, 1154. 
(HJ60913) N — [3- (3 -r $ VJ 7ii;i/) -2- (E) -y°u^-)l 
] — N — [3-7DD-4 - ( 1 -7i-;i/^''J i?y-4 - 4 7i 

$#M3 3 T*#£*l7cN- [3-7DD-4 - (1 - 7i-;b^'Ji?>-4 
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-4Jl**is) 7i-^ -N- [3- (3->>7;7ii;i/) -2- (E) - 
x;i/7 7 ; 6'f;i/Silf;i' (1440mg) ^^DD^^ (1 
8ml) &tfx*y-;i> (18ml) <Z>M-£?^C?§j§? U *y£T, mtTkmit 

y (30ml) lC?gfl?U &flS7 >=E-7 AtK^^ (2 3 3 mg £tK 
1 0ml izmm) JktfZ 8 %T>^nT7K (0. 4 9ml) *tn?Ltc.^ ^?gT* 
-fffeJ!lf=Pb£ 0 ^/^?S$:MffiTaff Vfz.^ ^gWHPLC (YMC-Pack ODS 

-a; ymc, mmmm: 6 o%7^b-hv n/*) x-mm-tzztizzv. m& 

'«|ft9 2 4 mgS#fc. ;©g{|i2 5 4mg^i^;-;i/ (6ml) (C^^L 

, 4N mt*my**vy&wi (o. 3imi) &#o;*.fcffc, m&rmmnm 

OK§f56 1%) ^,6,W@#ilbt#fc a 
[0 2 5 3] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.93-2.14 (2H, 
m), 2.16-2.37 (2H, m) , 3.17-3.94 (4H, m) , 4.19 (2H, q, J=7.0), 4.42 (2H, 
s), 4.48 (2H, d, J=6.0), 4.85" (1H, m)., 6.45 (1H, dt, J=16.0, 6.0), 6.59 
(1H, d, J=16.0), 7.21 (1H, m), 7.28-7.64 (4H, m) , 7.34 (1H, d, J=9.0), 
7.42 (1H,. dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.61 (1H, d, J=2.5), 7.6 
9 (1H, d, J=8.0), 7.74. (1H, d, J=8.0), 7.89 (1H, s) ; 
IR (KBr, cm" 1 ) : 1738, 1675, 1353, 1156. 
(2&660U14) N- [3- (3-TV^;7i-;i/) -2 - (E) -7°V<=.Jl 

] -N- [3-^nn-4 - ( i -7x^;i/tf^'j *Jy-4 -<i 7 x. 

mtewi svmbtifcN- [3- (3-r^;7i-;i/) - 2- (e) -7° 

u s<—ji~\ — n — [3-^nn-4 - ( 1 -7 x.—jvtf^v yy- 4 -4)VJt*c 

S/) 7x-il] ^^^T^-T^Bt^X^-;!/ (6 7 6 mg) &3N (9ml 
) JkX$*J**Vy (3ml) U 8 0°CT*6^rM^Lfe o S 

1&m*:&UlkT'ftWLtc&. «JBbTSMl8U ^imHPLC (YMC-Pack ODS 
-A; YMC, mmmm: 4 0%7th-hU^/*) T*¥tSgLfco ^^tlfe^K^ 
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@#£1N &j£ (10ml) IzmMLt^ «JBET»*«HS-&fe. 3*1** 
JC»fl¥U »fe««JCf*f ^ £iZ£ *|Bf 3 8 5 m g (JR8JS5 3%) & 

[0 2 5 4] 

*H NMR (400 MHz, DMS0-d g ) 8 ppm : 1.88-2.08 (2H, m) , 2.10-2.32 (2H, m) 
, 3.04-3.91 (4H, m), 4.28 (2H, s) , 4.47 (2H, d, J=6.0), 4.82 (1H, m) , 6. 
44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.11 (1H, m) , 7.26-7.49 
(4H, m), 7.32 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J= 
8.0), 7.60 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.8 
8 (1H, s) ; 

IR (KBr, cm -1 ) : 1733, 1676, 1349, 1155. 

(mmmi 5) n- [3- (3-t^vj-7ji-jv) - 2- (e) -zfn^-;i 

] — N — [3-^DD-4 - ( 1 b*ci/*>Jls'tf-)im L )l¥'<V Vy- 4 - 

##M3 7T*# e>4ifcN- [3-#nn-4- ( l h=spi/^;u^n;i/^^ 
;^^'Ji;>-4-^;i/t^^) 7x"M - N - [3- (3-j/7;7xi;i/ 

) - 2 - (E) -zfW< — )\;~\ ^JVy JlW^k^JV (1 7 0 0 m g ) & 

?nn^> (3 0ml) &tfx# y (1 5m l) ©M#^fc^L, * 

a*§L7^^, (2 0 ml) fC?£#¥U mtY y l»*mm 

(2 2 7 mg £tR1 Oml {C?§j§?) &Z$ 2 8%^^:^* (0. 42ml) £ 

^ffiT^lilL, M5:MHPLC (YMC-Pack ODS-A; YMC, m&mm : 
3 5%Tir h- h U;i//7K) ^*fSSUfe. ff&tlfejfi^IftSlN ttifclC$ 

*J, TOt^©9 5 0mg 01X^4 8%) SifeMSftt LtHfe. 
[0 2 5 5] 

h NMR (500 MHz, DMS0-d fi ) 5 ppm : 1.22 (3H, t, J=7.0) , 1.84-2.32 (4H, 
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m), 2.90-3.68 (4H, m) , 3.76 (3H, s) , 4.19 (2H, q, J=7.0), 4.30 (2H, m) , 
4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.63&t>*4.84 (fflH, &m) , 6.43 (1H, d 
t, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.30 (1H, m) , 7.40 (1H, m) , 7.55 
(1H, t, J=8.0), 7.59 (1H, m), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 
7.87 (1H, s) ; 

IR (KBr, cm" 1 ) : 1742, 1675, 1353, 1156. 

(mmm i6) n- [3- (3-r^;7i3) -2 - (e) -y-u^-jv 

] -N- [4- ( 1 -#;i/;tf=5f ^*^;i/t^y.^>-4 -^ju^^-y) -3-? 
nn7i-;b] x;i7 r^J 2&®?j& (M^fl:-^*-^ 5 1 2) 

mmrn i 5 T*m*>nt=.N- [3 - .(3 -7^^;7x^) - 2 - (e) -z? 

Us\—)l] -N- [3-7DD-4 - ( 1 h^ri/^;i/^n;b^^;i/tf^U V 
y- 4 ->f JV^-^-i/) 7 jq— XJ17 T^J KWfWl^JV 2f^^Jg (810 
mg) £ 3 N mk (30ml) IC^M U 6 Ott'l 5 B£R3il# L fc„ 
$:^*T*^£fILfe^, MffiTiSHiU ^i^KHPLC (YMC-Pack ODS-A; 

ymc, m&mm-. 1 5%rtN_h'j;v/*) -e^L^o 

^{C#i"^i:{Cj; y, KSBft^tt 5 8 1. m g (JRJ*B7 6%) 
[0 2 5 6] 

J H MR (400 MHz, DMSO-dg) 8 ppm : 1.91-2.07 (2H, m) , 2.14-2.28 (2H, m) 
, 3.00-3.90 (4H, m), 4.16 (2H, s) , 4.28 (2H, s) , 4.47 (2H, d, J=6.0), 4. 
65&?>*4.84 (fflH, #m), 6.45 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0) 
, 7.32 (1H, m), 7.42 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.60 (1H 
, d, J=2.5), 7.72 (2H, m) , 7.91 (1H, s) ; 

IR (KBr, cm" 1 ) : 1737, 1676, 1348, 1155. 
(H»J17) N- [4- ( 1 -Tir^^tf^ 1 ; i?y-4 -4)1**1/) -3- 
V n D7iiiH -N- [3- (3-7^V7i-;i/) - 2- (E) ~7°UK 

x^^r^-fjvftiif;!/ &&& (M*Ht: 9 ) 
###13 9 T-#e>ti7cN- [4- ( l -r-fe^;bbfKy ^'>-4 --r;i/^-^ri/ 
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) - 3-^nD7x^I/] -N- [3- (3-i/7; -2 - (E) - 

^n^] 7.)\yyy=E^ nBM^Ji (733mg) *y>;uu*zy (30 

mi) %.&mt;-ji (i5mi) (Dm&mmizmmis. *#r, mt*mzm 

x# y (20ml) JC$g#U &<b7>=E-?A;fc?§?& ( 1 7 5mg$:*l 
OmllC^i) &l>*2 8%7>^-77k (0. 2 2ml) &fll;tfc«t ^T'- 

8iSS:#3tH PLC (YMC-Pack ODS-A; YMC, : 3 5%7t b-h 'J;i/ 

mg (4X5^6 4%) ^filSIS^ilLtffe. 
[0 2 5 7] 

X H NMR (400 MHz, DMSO-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 1.55 (1H, m) , 1 
.65 (1H, m), 1.84 (1H, m) , 1.93 (1H, m) , 2.01 (3H, s) , 3.28-3.44 (2H, m) 
, 3.56-3.72 (2H, m) , 4.19 (2H, q, J=7.0), 4.41 (2H, s) , 4.46 (2H, d, J=6 
.0), 4.75 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.2 
9 (1H, d, J=9.0), 7.38 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.57 ( 
1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0) , 7.86 (1H, s) ; 

IR (KBr, cm -1 ) : 1739, 1677, 1354, 1157. 

(mmmi8) n- [4- d -nz^jv^^v vy- 4 - 3- 

$ U D7I-J1/] — N — [3- (3-7^^77i —Jl/) - 2- (E) -7*0^ 

. x;vyT=eJ)vmm iW&it&mttb i 3) 

MifcMi 7T*#e>tifcN- [4- ( i -r-k^jvif^v *jy-A ->f jv***/ 

) - 3 - ? □ D7i3] — N — [3- (3-7^V7i-M -2 - (E) 
-7a^-;i/] ^^7 7 : E>f;i/Bilf^ W (3 5 2mg) ^3N 
(2 0ml) tC8S«?U 6 0rT'6triIjflfc, jRj£«&£ffi*-e?HPLfctfe 
> aSJEETiSMfiU 8SS:^HPLC (YMC-Pack ODS-A; YMC, ^ffi^ : 2 5 
%7-feh-hU ;!//*) T*¥j|§gL£ 0 f&*>*lfc*tJ£7gB#*: 1 N %gft (0. 5 
0ml) lzmMLf=.&, ffi!£Tmmftmi<1£2>Z.iHZ& »J, KIB^ttlOgm 
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g (JR$S3 2%) fejfcfijtBl^HftillTfffe. 
[0 2 5 8] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.54 (1H, m) , 1.65 (1H, m) , 1.83 (1H 
, m), 1.92 (1H, m), 2.00 (3H, s) , 3.30-3.70 (4H, m) , 3.83 (2H, s) , 4.48 

(2H, d, J=6.0), 4.71 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.53 (1H, d, 
J=16.0), 7.26 (1H, d, J=9.0), 7.48 (1H, dd, J=9.0, 2.5), 7.52 (1H, t, J= 
8.0), 7.66 (1H, d, J=8.0), 7.68 (1H, d, J=2.5), 7.71 (1H, d, J=8.0), 7.8 
5 (1H, s) ; 

IR (KBr, cm -1 ) : 1682, 1345, 1152. 
(MMM19) N- [3- (3-7^^V7x-;i/) -2 - (E) -^O^-JV 

] — N — [4- (l -jtjjisA^jjmiv *?y-4 ->f;i/>a-3f £/) -3-^nn 
7i-Jl/] Xji/^rf^^iiif;!/ («avffr&tt## l o) 

##M4 3 z*m*>tifcN- [4- ( i -jjjbji^j ;t>tfKU vy- 4 ->f;i/^- 

3riO -3-^DD7x^;b] — N — [3- (3 - ^7 7 7xr;i/) -2- (E 

) -yn^n;i/] 7;i/7r : e-<;Hlixf;b (1 o 1 5mg) ZVtuutZy 

(3 0ml) JkT$3L*J-)\s (15ml) ©ig^^lC^U *#T> Sfeffc* 
£:n#y-;i/ (2 0ml) fC?g#PU %ILVCT y^ — V (1 9 4mg 

£tM omi izmm) Jktf2 8%yy=e- (o. 3 6ml) *mz-t=.%k. ^ 

^•e-M^LTc,, m»c4n m.it7kmv**vymwiitiu?Lt=.&, mbet 

*I8U JliMHPLC (YMC-Pack ODS-A; YMC, : 3 0%7th 

«7 3 7 mg (4X^66%) £4s&4ff^@# £ LT#7c 0 
[0 2 5 9] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.46-1.58 (2H, 
m), 1.80-1.89 (2H, m) , 3.15-3.24 (2H, m) , 3.49-3.60 (2H, m) , 4.19 (2H, 
q, J=7.0), 4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.68 (1H, m) , 6.43 (1H, dt 
, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.38 (1H, dd, 
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J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.57 (1H, d, J=2.5), 7.68 (1H, d, J=8 
.0), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ; 
IR (KBr, cm" 1 ) : 1738, 1675, 1352, 1156. 
(H»J2 0) N- [3- (3-7^>V7ilil/) -2- (E) -7°W<-)1 

1 — n — [4- ( i -^j;i/A^-r;i/tf^u Vy-A ->( jv^^-y) -3 -pun 

mmmi 9 xm^nr^N- is- (3-7^;7ii;i/) -2 - (e) -7° 

UK-JV\ -N- [4- ( 1 -ZiJlA^J Jl^KV i?y-4 -4)l**ris) -3 
— ■pun 7iiil/] XJV7 T^E^r JVBE&^fr ^.Wt^. (6 0 0 mg) 5:3N 

j&m (20ml) izmmis. e o°cx5mmw>WLt=. a fcj&mz^utxnrWL 

tz.%k. ffifcrmmh, ^tmHPLC (YMC-Pack ODS-A; YMC, ^ffiMS : 

2 0%T^ h-hU;i//7K) T*«^Lfe 0 ie,^M»l:lN 

m^mizfi-t^inz^i), ifa^4 6 6mg (ir*mi%) zm&mfem 

[0 2 6 0] 

h NMR (500 MHz, DMSO-dg) S ppm : 1.48-1.58 (2H, m) , 1.80-1.90 (2H, m) 
, 3.14-3.24 (2H, m) , 3.50-3.60 (2H, m) , 4.27 (2H, s) , 4.46 (2H, d, J=6.0 
), 4.67 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.27 
(1H, d, J=9.0), 7.38 (1H, dd,J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.57 (1H 
, d, J=2.5), 7.67 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.86 (1H, s) ; 

IR (KBr, cm" 1 ) : 1676, 1348, 1155. 
(HJ&M2 1) N- [3- (3 -T^ i>V 7 -2- (E) -y°U^-JV 

] — N — [3-?nn-4 - ( l # y7.jifc—)i¥s<v py- 4 -^jv^-^r 
y) 7i-;i/] ^ib77^M|xfji/ (M^b^-#»##i i) 

##M4 7T**§<b*l£N- [3-^DD-4 - ( 1 - * # y^JV^-JV U 

4 --r;i/^-^ri/) -N- [3- (3-i/7;7ii;i/) - 2- 

(E) ^;i/77 : 6'f;i'iiixf ;i/ (8 3 5mg) %y't?uu*$ 

y (30ml) Mx.*;-JV (15ml) (Z)M^^(C^L, *#T, 



13 7 



ttJIE#2 0 0 2 -3 0 



#2001-107615 

, JSSE«::n*7-/l/ (20ml) JCj§«¥U 8tffcy (150m 
g&*l OmlfCtS*) &tf2 8%r> i E-T* (0. 19ml) 

TflMfiU JRit&fMJtHPLC (YMC-Pack ODS-A; YMC, ?§ffi?£g| : 4 0%y-fe 

^6 8 5mg (JR^7 5%) ZM&Mfel&mft £ ITft. 
[0 2 6 1 ] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0) ,. 1.72-1.82 (2H, 
m), 1.93-2.03 (2H, m) , 2.89 (3H, s) , 3.12-3.22 (2H, m) , 3.24-3.40 (2H, m 
), 4.19 (2H, q, J=7.0), 4.41 (2H, s) , 4.47 (2H, d, J=6.0), 4.70 (1H, m) , 
6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 
7.39 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.58 (1H, d, J=2.5), 7.6 
7 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.85 (1H, s) ; 
IR (KBr, cm" 1 ) : 1739, 1677, 1346, 1156. 
(HM2 2) N — [3- (3-7^i>V7i3) -2- (E) -y°U^—JV 

] — n — [3-^00-4 - ( i # yjsjitis—jv^^v *jy- 4 ->f ji** 
i/) yx.-;^ x^7 7^'f^M 5 i 5) 

HJ6M2 1 T*m%tlfcN- [3 - (3 — T ^ V J y^—Jl) - 2 - (E) ~7° 

u -N- [3-^00-4 - ( l $ — ;i/H°^sU 4 - 

-Y;i/;f3rS/) yn—)l] ^b77^ MtlfA (5 0 2mg) £3 

N (2 0ml) (5ml) ©35^i$jKtC»«¥ 6 0°C-e 

5«rra«ffLfe. £jS*&M*T??fr*POfc*, WffiTiRiN&U «S^HP 
LC (YMC-Pack ODS-A; YMC, : 2 5~5 0 %T"fe h - h U ;i//?K) T? 

SdiUCfcU, IIBft^«l3 4 6mg (4X^7 2%) feifig^ifti: Itff 
[0 2 6 2] 
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h NMR (500 MHz, DMSO-dg) 8 ppm : 1.72-1.82 (2H, m) , 1.93-2.03 (2H, m) 
, 2.89 (3H, s), 3.12-3.20 (2H, m) , 3.23-3.40 (2H, m) , 4.04 (2H, s) , 4.48 

(2H, d, J=6.0), 4.68 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, 
J=16.0), 7.26 (1H, d, J=9.0), 7.44 (1H, dd, J=9.0, 2.5), 7.54 (1H, t, J= 
8.0), 7.63 (1H, d, J=2.5), 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.8 
6 (1H, s) ; 

IR (KBr, cm -1 ) : 1679, 1344, 1155. 
(HSfcM 2 3) N- [3- (3-7i^V7i-jV) - 2- (E) -zfUK-)V 

] -N- [3-?nn-4 - [l - (2-tru^;i/) Vy- 4 ->f jix* 
*/] 7i-;H ^jvyy^^jvmm^Ji 2f&m& (M^iff i 2) 

##«5 1 -VmbfttcN- [3 -VUU-A - [1- (2-tTU V )V) tf^U 
£>>-4 --f ;t/;f 3f £/] — N — [3 — (3-i/7;7i-^) - 2- 

(E) -^n^-;i/] xj^T^^MSxf;!/ (I 09 5mg) 5:i??nn^ 

(30ml) &tfx#7-;i/ (1 5ml) ©Ml^MlC^ U *#T, & 

^, mm**-* j (2 omi) jcsgjgu ^t^^-^atk^ (197 

mg £tK 1 0 m 1 &C?§8?) JkX$2 8 o/oT^nTTK (0. 3 7ml) 
ffiTMU a-it$:^^H P LC (YMC-Pack ODS-A; YMC, m&mm : 5 0%T 

M5 3 3 mg (IR^4 2%) LT#£ 0 
[0 2 6 3] 

*H NMR (500 MHz, DMS0-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.72-1.84 (2H, 
m), 2.01-2.13 (2H, m) , 3.68-3.79 (2H, m) , 3.88-3.99 (2H, m) , 4.20 (2H, q 
, J=7.0), 4.43 (2H, s), 4.48 (2H, d, J=6.0), 4.85 (1H, m) , 6.45 (1H, dt, 
J=16.0, 6.0), 6.59 (1H, d, J=16.0), 6.92 (1H, m) , 7.35 (1H, d, J=9.0), 
7.32-7.44 (1H, m) , 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 
(1H, d, J=2.5), 7.70 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.90 (1H, s) , 
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7.96 (1H, m), 8.02 (1H, d, J=4.5) ; 

IR (KBr , cm" 1 ) : 1738, 1674, 1353, 1155. 

N- [3- (3-7^V7i3) -2- (E) -^U^-Jb 

] — N — [3-^nn-4 - [l - (2-ifV^;i/) tf^u 4 -jjv** 
i/1 7i-Jl/] x;i/77=E^Ji/ii 2&^& (M^-fb^##5 1 6) 
HI«2 3 -e#e>4xfcN- [3- (3-7^V7iljl/) - 2- (E) - 7 

□ — n — [3-^nn-4 - [1- tr^u^>-4- 

4Jl**cis] 7.3i—)l~\ ^^77?^Miifib 2 (5 3 3 mg) £ 

3N &gg (3 0ml) »C|g#U 6 0TCT?6«FW8|^Lfe. 
#£Pb£^, 8*JEET»I8U ^i$:MHPLC (YMC-Pack ODS-A; YMC, igffi 
«tt : 30-50%7th^h U;1//tR) TfWSILfc. 1 

tffZlfclCJ: >J , giaf^«4 2 7mg (J&^8 4%) Sjlfi^Hfti: IT 

[0 2 6 4] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.71-1.82 (2H, m) , 2.01-2.12 (2H, m) 
, 3.63-3.75 (2H, m) , 3.85-3.97 (2H, m) , 4.28 (2H, s) , 4.47 (2H, d, J=6.0 
), 4.84 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 6.89 
(1H, m), 7.33 (1H, d, J=9.0), 7.30-7.40 (1H, m) , 7.41 (1H, dd, J=9.0, 2. 
5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.68 (1H, d, J=8.0), 7.73 
(1H, d, J=8.0), 7.88 (1H, s) , 7.93 (1H, m) , 8.02 (1H, J=6.0) ; 
IR (KBr, cm -1 ) : 1733, 1676, 1349, 1155. 
(HS6M2 5) N- [3- (3 -y % VJ yjL-)l) -2 - (E) -^U^-)V 

] -N- [3-?nn-4 - [l - ( 3 - tf y i/jv) tf ^ y *jy - 4 - -f 
##i5 5T?»e»*ifcN- [3-^nn-4 - [1- (3-t^u^;i/) fcf^U 

4 --f 7i-M — N — [3- (3-J/7;7i-^) - 2- 

(E) -yn^-M x;i/7? ; E>f;i/Sfixf;i/ (4 9 0mg) &s;'#nn** 

> (15ml) Rtf3i*;-;i (1 5ml) ©M#?§^tC?§fl¥ U *#T, Jfrffc 
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Jgit&X* J -JV (9 ml) JCig#U mtT>*-VJ**mm (79mg&* 
3 m 1 izmm) &tf2 8%7> i E-TJ!K (0. 17ml) &fln*.fe«U SMTf- 
Bfeff^Lfco fi«**«£ET«»Lfc|ft, MMHPLC (YMC-Pack ODS-A 

|#3 0 6mg^fe t rffl@#4 4mg^i^;-;i/ (4ml) lCjgfl?U 4 
N *-fb**S;*^r*>*« (0. 0 5ml) METm«SI9S« 

i ft U fcttftfcKffrrfcCJiy, ff|B^«l4 7mg (JRsp 
5 8%) SjfcSftjte^IfttlTffe. 
[0 2 6 5] 

*H MR (400 MHz, DMS0-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 1.69-1,82 (2H, 
m), 1.96-2.08 (2H, m) , 3.42 (2H, m) , 3.66 (2H, a), 4.19 (2H, q, J=7.0), 
4.43 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m) , 6.45 (1H, dt, J=16.0, 6 
.0), 6.59 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5 
), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5) , 7.69 (1H, d, J=8.0), 7.74 ( 
1H, d, J=8.0), 7.75 (1H, dd, J=9.0, 5.0), 7.89 (1H, s) , 8.03 (1H, dd, J= 
9.0, 2.5), 8.15 (1H, d, J=5.0), 8.48 (1H, d, J=2.5) ; 

IR (KBr, cm" 1 ) : 1737, 1675, 1352, 1155. 
(HJ6M2 6) N- [3- (3-7^;/7xljl/) - 2- (E) -^U^-)V 

] — n — [3-^nn-4 - [l - (3-tru^;i/) tr^u vz/- 4 ->f jix* 

HlM2 5T'#e)tlfcN- [3- (3-7^;7i-;i/) - 2- (E) 
O^ — — N — [3-70n-4-.[l - (3-lfU^;i/) \£D)VZ/-4- 
-f;i/;*3fS/] ^;i/77 ; E^ ;H1^x^;b (2 4 7 mg) &3N 

(12ml) IC*§8?U 6 0tt4 mmMWLfc 0 fcJfcWLZ&U&T*ftWL&&. 

s m&rmmL. jhh^hplc mc-pack ods-a; ymc, mmmm-. 2 7 

% 7 "feh-MJ T'«|gL^ 0 ff&tl&iK£^B# & IN SKlOra 

1) lzmMLtc&. «£ET«»ttHa*fe. dft&3!Ktc»#U 
ZlillCj:*;, 8ffift^«l4 2 7mg (4X^8 4%) S^^Sfril 
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o 

[0 2 6 6] 

h NMR (400 MHz, DMSO-dg) S ppm : 1.69-1.81 (2H, m) , 1.97-2.08 (2H, m) 
, 3.42 (2H, m), 3.67 (2H, m) - , 4.29 (2H, s) , 4.47 (2H, d, J=6.0), 4.80 (1 
H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J= 
9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5 
), 7.69 (1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.77 (1H, dd, J=9.0, 5.5), 
7.89 (1H, s), 8.04 (1H, dd, J=9.0, 2.0), 8.15 (1H, d, J=5.5), 8.48 (1H, 
d, J=2.0) ; 

IR (KBr, cm -1 ) : 1731, 1675, 1348, 1154. 
(IIM2 7) N- [3- (3-7v>V7i^) -2- (E) --?UK~)h 

] — n — [3-^nn-4 - [i - tf^u Vy-A -An,** 

[0 2 6 7] 

[it 1 1 ] 




CI -2HCI 



[0 2 6 8] 

##M5 9T*'&bftfrN - [3 -?nn-4 - [l- (4-bfu^;b) tr^y 

Vy-A -JJVXiris] 7iiM — N — [3- ( 3 - Z/T J V x. =-)V) - 2- 
(E) -^D^-;i/] X)17T=E4 Jimm^Jl (6 3 7mg) *VVUU*$ 
y (30ml) J -)l (15ml) (Dm&mMlzmML. *#T> Jfifb 

fe^, mmz^z j (2 omi) mtry=e-o^mm (1 1 

5mg5:*l OmllM Rtf 2 So/oT^^T* (0. 2 1ml) £#Dx.£ 
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.8*JEtT*»U ^t^MHPLC (YMC-Pack ODS-A; YMC, : 2 7% 

ft, «£ET«i»«HS1*fe. i*i&7KJCiS#U iHCJ: U, fig 

83ft^«4 5 6mg (JR^S6 2%) SrHfeitfSfta Itf fe„ 
[0 2 6 9] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.72-1.82 (2H, 
m), 2.00-2.10 (2H, m) , 3.71 (2H, m) , 3.86 (2H, m) , 4.19 (2H, q, J=7.0), 
4.42 (2H, s), 4.48 (2H, d, J=6.0), 4.87 (1H, m) , 6.44 (1H, dt, J=16.0, 6 
.0), 6.59 (1H, d, J=16.0), 7.23 (2H, J=7.5), 7.34 (1H, d, J=9.0) , 7.41 ( 
1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.68 (1H, 
d, J=8.0), 7.74 (1H, d, J=8.0), 7.88 (1H, s) , 8.24 (2H, d, J=7.5) ; 

IR (KBr, cm" 1 ) 1738, 1675, 1352, 1155. 
(I1M2 8) N- [3- (3 -r§ VJ 7i-^) -2- (E) -z/U^-Jl 

] — N — [3-^nn-4 - [l - (4 -tf y tr^y i?y-4 ->f ji** 

[0 2 7 0] 



[0 2 7 1] 

7T*f#^tlfeN- [3- (3-7^^771^1/) - 2- (E) 
□ — N — [3-^DD-4 - [1- (4-tfU ^';i?>-4- 

-f ;i/;T3f ^^7 7?^;^!^ 2%gft% (3 1 5mg) S: 

3N ^ (2 0ml) JC»#U 6 0'CT'8TO#bt o 
^£PUfe^> iJETilL, MMHPLC (YMC-Pack ODS-A; YMC, 

20%7th-h'j;i//7K) T'WSHL/fe. »e>ftfc*lt5£7gB#& 1 N % 
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m (0. 5 0ml) JC$8#Lfc«L WcEET»»9SBS-frfc. 3;ft£>!MC?§8¥ U 
- i:lCJ: »J,- Sffi-fb^® 2 8 6 m g (JRs?5 9 5 %) 

[0 2 7 2] 

h NMR (500 MHz, DMSO-dg) 8 ppm : 1.70-1.80 (2H, m) , 1.99-2.09 (2H, m) 
, 3.69 (2H, m), 3.85 (2H,m), 4.26 (2H, s) , 4.47 (2H, d, J=6.0), 4.86 (1 
H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.22 (2H, d, J= 
7.5), 7.33 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0 
), 7.59 (1H, d, J=2.5), 7.69 (1H, d, J=8.0) , 7.73 (1H, d, J=8.0), 7.89 ( 
1H, s), 8.24 (2H, d, J=7.5) ; 

IR (KBr, cm" 1 ) : 1731, 1675, 1347, 1154. 
(HJS092 9 ) N - [3 - (3-7v>V7i —)l>) -2 - (E) -^U^~JV 
] -N- [3-^00-4 - [1- (2-tf'J^S/Vb) tf^U V>~ 4 ->f As* 

3rS/] 7i-Ji/] ^jvyr^^jvmm^jv 2i&Mi& mmik&m^i 5) 

##i6 3 T*#<b*l£N- [3-^DD-4 - [1- ( 2 - hf U ^ Vfr) tf^ 
U Vy-A -4Jl**ci/] -N - [3- (3-i/7/7i-;b) -2 

- (E) -yn^^] ^;i/7? : E^;i/Wif;i/ (i 5 9 0mg) fct^nn 

(30ml) (1 5ml) ©M£18g&K:*§fl¥U *#T. 

mm**.* ; -)i (20ml) ic*ga?u ant (2 8 

5mg&7Kl 0ml (C?§8¥) 2 8%T> 5 E-TtK (0. 5 3ml) &flD*.fc 

MffiTMU MMHPLC (YMC-Pack ODS-A; YMC, i£ffi?§g£ : 2 7% 

iBfb^Dl 2 8 0mg (Kx^7 0%) ttik&M&J&Vmt. 
[0 2 7 3] 

X H NMR (500 MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0), 1.58-1.68 (2H, 
m), 1.89-1.99 (2H, m) , 3.68 (2H, m) , 4.04 (2H, m) , 4.19 (2H, q, J=7.0), 
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4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m) , 6.43 (1H, dt, J=16.0, 6 
.0), 6.59 (1H, d, J=16.0), 6.63 (1H, t, J=4.5), 7.31 (1H, d, J=9.0), 7.3 
9 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.57 (1H, d, J=2.5), 7.67 ( 
1H, d, J=8.0), 7.74 (1H, d, J=8.0), 7.86 (1H, s) , 8.36 (2H, d, J=4.5) ; 
IR (KBr , cm" 1 ) : 1740, 1676, 1348, 1151. 
(MMMSO) N- [3- (3-75^/71^) - 2- (E) -7°W<-)1 

] -N- [3-^nn-4 - [l - (2-tfu^^;i/) fcf^U Vy - 4 -jji* 
7i3] xjiyy'ejjimm 2ffe^*g (M^iSf 5 19) 

mMM2 9 X'mbtlfcN- [3- (3-7^^77i-;i/) -2- (E) -y° 

p^<- - n - [3-7nn-4 - [ 1 - ( 2 - tf y * *?;]/) tf ^ u ^ > - 4 

->f;i/^-^r^] Vol—)],] ^^77 : E'fMil^ 2J&$*j& (8 0 0 mg) 
^3N M (40ml) tC&#U 6 0lCt9^IjfL^ 
T*#£PL7c^ aSJETSMfiU ii^HPLC (YMC-Pack ODS-A; YMC, ^ 
ffi^M: 3 5-5 0%7th-h'J;i//*) Tf»»iLfe. #e>4xfe^^H»S: 
IN 8W»fc*fl*Lfc«, «JET««!9S@3-&fc. £*i&zMc?g#U 
lC#-TzitlCj;y, «m*6 7 3 mg (4X^8 8%) ZMteMfeMmfaHls 

[0 2 7 4] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.60-1.70 (2H, m) , 1.90-2.00 (2H, m) 
, 3.60-3.80 (2H, m) , 4.00-4.10 (2H, m) , 4.28 (2H, s) , 4.47 (2H, d, J=6.0 
), 4.81 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 6.68 
(1H, t, J=5.0), 7.31 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.55 (1H 
, t, J=8.0), 7.58 (1H, d, J=2.5), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8. 
0), 7.89 (1H, s), 8.40 (2H, J=5.0) ; 

IR (KBr, cm" 1 ) : 1732, 1675, 1345, 1154. 

1 ) N — [3 - (3-75y;7i3) - 2 - (E) -7°W<-)1 
] — N — [3-?ad-4 - [1- (3 -fcf U tf^U^>-4->f 
Jl**ri/1 T7x^;i/] ^;i77 : E>f^g!lfil/ 3 %gft% (0*^ft-&4&## 1 
6) 
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##M6 7T*#£4xfcN- [3-^nn-4 - [l - (3 - tf u 

fcf^U 4 --f ;b;f3f £/] 7x-/b] — N — [3- (3 -i/7;7i_;i/) 

-2- (E) -ya^-;b] ^^^T^^^iixfJl/ (9 4 5mg) Sr^'^n 
n*#> (3 0 ml) &tfx#y-;b ( l 5 m l ) (DM&mmizmML. 

ilHSLfc^ £S^£:n#y-;i/ (20ml) K?§£?U V^E-^ AtK^ 

(1 6 6mg£7j<l 0 m 1 (C^H) 2 8%T>^-T7K (0. 3 1ml) £ 

m&rmm^. ^^khplc (YMc-pack ods-a; ymc, mm,mm: 
2 5%7-t: b-hvji/7k) vmmLt-o m*>tif-mfemmftit 1 n i&g&fc?§ 

U, ffaft^3 2 8mg (IR^29%) fc^te^^fci: LTf#£ 0 
[0 2 7 5] 

^ NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.96-2.09 (2H, 
m), 2.18-2.31 (2H, m) , 3.07 (2H, m) , 3.33&r>*3.46 (ff2H, #m) , 4.19 (2H, 
q, J=7.0), 4.41 (2H, s), 4.42-4.52 (2H, m) , 4.46 (2H, d, J=6.0), 4.62& 
t>*4.89 (fflH, #m), 6.43 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7. 
30 (1H, m), 7.40 (1H, m) , 7.55 (1H, t, J=8.0), 7.58 (1H, s) , 7.68 (1H, d 
, J=8.0), 7.72 (1H, d, J=8.0), 7.75 (1H, m) , 7.87 (1H, s) , 8.36-8.48 (1H 
, m), 8.79 (1H, d, J=4.5), 8.96 (1H, m) ; 
IR (KBr, cm -1 ) : 1736, 1674, 1350, 1154. 

N- [3- (3 -7^ VJ 7 -2- (E) -7°U^-Jl 

] — n — [3-^nn-4 - [l - (3 - try Vjv^^-jv) tf^u^>-4-^r 

;i/#3f^] 7x^;b] 7sJl7 T^^JVmm 3i&mi& (M^-fb-^^## 5 2 0 ) 

mmms 1 xn^nr^N- [3 - (3 -7^ v j 7^-jd - 2 - (e) -7° 

n^r.;i/] -N- [3-^nn-4 - [1- (3 -tf y ^*;i/^^;i/) t 0 ^Ui/> 

-4 ->f 3f £/] 7zl—)\s~\ Xfr7T^4 JlWfWtX-m (175m 
g) i3NfiS(10ml) KtgflPU 6 0 °C "T? 8 ^fliff L 7=.„ 
M^T'^£Pb7c^> MffiTiMU ^t^HPLC (YMC-Pack ODS-A; YMC 
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fg^fC#-T3 U, *ffift^i»|7 4mg (lR^44%) &m&1&fej&M<*£ 

[0 2 7 6] 

: H NMR (500 MHz, DMSO-dg) 5 ppm : 1.97-2.12 (2H, m) , 2.17-2.34 (2H, m) 
, 3.00-3.17 (2H, m), 3.33,5: 0*3. 46 (ff2H, #m) , 4.27 (2H, s) , 4.47 (2H, d 
, J=6.0), 4.48-4.56 (2H, m) , 4.62^:^4.90 (fflH, #m) , 6.44 (1H, dt, J=l 
6.0, 6.0), 6.57 (1H, d, J=16.0), 7.30 (1H, m) , 7.36-7.45 (1H, m) , 7.54 ( 
1H, t, J=8.0), 7.58 (1H, s), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7 
.83-7.93 (2H, m) , 8.60 (1H, m) , 8.86 (1H, d, J=5.0), 9.06 (1H, m) ; 

IR (KBr, cm -1 ) : 1731, 1675, 1347, 1155. 
(HJ&M3 3) N- [3- (3-7^V7i-;V) - 2- (E) --Ju^-Jl 
] — N — [3-*dP-4 - [ 1 - (4 -fcf U PAtT-fr) tf^US/>-4--f 

;i/^-^ri/] 7i-;i/] xjv7t=e4 jvmm^jv 3 (M^fl: 1 

7) 

##M7 2T*f#e>tlfeN- [3-^DD-4 - [1- ( 4 - If U &JI * ^ )V) 

tr 4 --r;i/^-^pt/] y^—ji] -n- [3- (3-^r;7i-;i/) 

- 2 - (E) -^D^zi;i/] X^^T^'fMtixf;!- (9 7 1 mg) fci^EJ 
n*#> (3 0ml) &Z>*x# y (l 5ml) Oiln^fC^L, 

Lfcffe, JSaSE&x^y-^/ (2 0ml) tC»fl?U MT^^-^A^i (1 
71mg$:*l OmUzmm) Jktf2 S%Ty=£-T* (0. 3 2ml) *M?L 

, 8*JET»R6U tSWHPLC (YMC-Pack ODS-A; YMC, : 10 

~3 5%Ti2 h- h U;i//*) "7?5RM8Lfc. 1 N 

**»c»*Lfe*, *£ETiRIM8liIS-ttfe. i4x&*»c«»L, «E*S*5*K:ff-r 
ZMZ£<>). SfflflS^fc 5 8 0 m g (JR^4 9%) &M&M&J&m<*£. btffe 

o 
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[0 2 7 7] 

h NMR (500 MHz, DMSO-dg) 6 ppm : 1.22 (3H, t, J=7. 0) , 1 . 98-2. 16 (2H, 
m), 2.16-2.40 (2H, m) , 3.07 (2H, m) , 3.32,&l>*3.44 (ff2H, #m) , 4.19 (2H, 
q, J=7.0), 4.41 (2H, s), 4.46 (2H, d, J=6.0), 4.44-4.56 (2H, m) , 4.62R 
£>*4.90 (fflH, #m), 6.43 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7. 
30 (1H, m), 7.40 (1H, m) , 7.54 (1H, t, J=8.0), 7.58 (1H, s) , 7.68 (1H, d 
, J=8.0), 7.72 (1H, d, J=8.0), 7.88 (1H, s), 8.00 (2H, m) , 8.82 (2H, m) 

IR (KBr, cm -1 ) : 1737, 1675, 1351, 1155. 
(MMM 3 4 ) N- [3- (3 -73 VJ 7i-;b) -2- (E) -^U^-JV 
] — N — [3-^nD-4 - [1- (4 - bT U i/Jl*^Jl) ifs<V i?>- 4 - j 
Jl**ci/1 7x-^/] ^;V7 7 : E^J1/M 3f&^J& (»^iS§5 2 1) 

3 T*f#£*l7cN- [3- (3-7^V7xc;i/) -2 - (E) 
W< — Jl~\ -N- [3-7DD-4 - [ 1 - (4 - tf U tf^Ui?> 
- 4 -^;i/^f-^rS/] ^;V7 T ^4 JlWM^fr 3i&mt& (4 4 0m 

g) HNSl(lOml) izmMls. 6 0°CT'2^TOf#b^ o 
iS£T?#£Pb£^> MJET^MU HS^KHPLC (YMC-Pack ODS-A; YMC 

, mmmm: i o-2o%7th-by;i//*) T'^l^„ ft^ti^M^s 

, mmgtMlZtf-t U, ^fH-fb^l 5 5mg (4X^3 7%) &4s-fe4s^ 
[0 2 7 8] 

h NMR (500 MHz, DMSO-dg) 5 ppm : 1.97-2.16 (2H, m) , 2.16-2.40 (2H, m) 
, 3.10 (2H, m), 3.32&tf3.44 (|f2H, #m) , 4.28 (2H, s) , 4.47 (2H, d, J=6 
.0), 4.56 (2H, m), 4.61&04.9O (fflH, #m) , 6.44 (1H, dt, J=16.0, 6.0), 
6.57 (1H, d, J=16.0), 7.31 (1H, m) , 7.41 (1H, m) , 7.54 (1H, t, J=8.0), 
7.59 (1H, s), 7.71 (2H, m) , 7.90 (1H, s) , 8.18 (2H, m) , 8.91 (2H, m) ; 
IR (KBr, cm -1 ) : 1731, 1675, 1347, 1154. 
(HlfeM 3 5) N — [3 - (3 - 7 3 V J 7X.-JV) - 2 - (E) --^U^ — JV 
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1 — N — [3-^nn-4 - [l - [2 - ( 2 - y x^;i/] tf^u^> 

%##1 8) 

###!7 7 T*#'d*17cN- [3-^nO-4 - [1- [2- (2-fc?y^;i/) 
tf/<U Vy-A -JJl^-lrtsl -N- [3- (3-J/7;7x^b) - 
2- (E) -^n^-;i/] X^^y^-f^lPSxfJb (1 7 2 7 mg) *:V>7U 

u**y (3 0mi) (i 5 mi) (Dm&mmizmML. 

iiif§L£^ ^$rx^y-;i/ (2 0ml) iC?g#?U ^tT>^-^A7K^ 
(2 9 6mg5;* 1 0 ml IC?£8?) Rtf 2 8 %T ^^E — TtK (0. 7 2ml) £ 

mmrmmL. mothplc (YMc-pack ods-a; ymc, iigftmmi 

2 5-3 o%r-fe h- h u;i//tK) -e^b^ 0 mbnt~mfemmfaz 1 n 

£&CJ:U. SiafM9 4 4mg 0Kf45%) btHfe. 
[0 2 7 9] 

X H NMR (500 MHz, DMS0-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 2.00-2.12 (2H, 
m), 2.21-2.33 (2H, m) , 3.10-3.70 (4H, m) , 3.48-3.60 (4H, m) , 4.19 (2H, q 
, J=7.0), 4.42 (2H, s), 4.48 (2H, d, J=6.0) , 4.82 (1H, m) , 6.44 (1H, dt, 
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.42 (1H, dd, 
J=9.0, 2.5), 7.55 (1H, t, J=8.0) , 7.60 (1H, d, J=2.5) , 7.67-7.75 (1H, m) 
, 7.70 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.80 (1H, m) , 7.90 (1H, s) , 
8.26 (1H, m), 8.73 (1H, d, J=5.0) ; 

IR (KBr, cm -1 ) : 1736, 1674, 1350, 1154. 
(HWJ3 6) N — [3- (3-7v>V7i-^) -2- (E) -^UK-Jl 
] -N- [3-*DD-4 - [1- [2 - (2-¥VZ?Jl) Xf;i/] fcT/* V V > 
-4 -4 JV**i/] xjiyy^J )VWm 3 (M^b^## 

5 2 2) 

mt&ms 5T*#<b4x£N- [3- (3 — 7^ V J "7 — - 2- (E) - zf 
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□ -N- 13 - V an - 4 - [l - [2- (Z-^VVJl) x^;b] t:° 

*y i/y-4 7ii;H x;i/7 7f^;i/iixf;i/ 3i&g?& ( 

4 0 0mg) fe3Ntti(20ml) CiiU 6 0°CT'4. 5Hril^tfe 

0 £^£^£T*#£flL£^ ^JETilb, ^^^KHPLC (YMC-Pack 

ods-a; ymc, mmmm: 1 7%r-feh-hu;i//*) T^igbfc 0 #p,tife*s 

, ^M^(C#f 3^1CJ:U> ^IBib^201mg (I&^52%) ZM&Mfe 
[0 2 8 0] 

h NMR (500 MHz, DMSO-dg) 8 ppm : 2.00-2.12 (2H, m) , 2.20-2.32 (2H, m) 
, 3.20-3.60 (4H, m) , 3.39-3.48 (2H, m) , 3.50-3.59 (2H, m) , 4.28 (2H, s) , 

4.47 (2H, d, J=6.0), 4.81 (1H, m) , 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H 
, d, J=16.0), 7.32 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.50-7.58 
(1H, m), 7.55 (1H, t, J=8.0), 7.58-7.66 (1H, m) , 7.60 (1H, d, J=2.5), 7. 
69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s) , 8.07 (1H, m) , 8.65 

(1H, d, J=4.5) ; 

IR (KBr, cm -1 ) : 1730, 1675, 1347, 1154. 
(HM3 7) N- [3- (3-75^V7i-;i/) - 2- (E) -7°D^-Jl/ 

1 — N — [3-^nn-4- (i -is? u^y^ji^KV i?y- 4 -4 JVyfriri/ 
) x;i/77^ Jimm^+fr zi&mm. (M^ffc 1 9 ) 

##i8 lt'#P)tlfeN- [3 -?nn-4 - ( 1 -*/# DK>^;bH°/^U v 
>-4 -4J\s**rZ/) 7x-^ — N — [3- (3->>7;7i-i!/) -2- ( 
E) -T'D^l^] 7JI/77 : E'fMtilfJl/ (1. 3 0g) ItVZUUtZy 
(3 0ml) J-JV (15ml) (DUi5mm^mM\s, *#T, «tffc* 

#agfcx*y-;i/ (2 0ml) lC?§fl?U ffi^bT (0. 24 g 
OmlJCi§») 8%r>^-77K (0. 4 5ml) fcitl;*.*:^, £ 

Sit&U Hi^^HPLC (YMC-Pack ODS-A; YMC, : 2 5%7th 
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JMMfcHSItfe. £ft U 4: IC J: y, «ffi-fb^ 1 

. 2 0g (JR^8 8 0 %) ?:|fe«@fti:Ltffc. 
[0 2 8 1 ] 

h NMR (500 MHz, DMS0-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 1.47-1.60 (2H, 
m), 1.64-1.76 (2H, m) , 1.76-1.90 (2H, m) , 1.94-2.12 (4H, m) , 2.16-2.36 ( 
2H, m), 3.02 (2H, m) , 3.32-3.55 (3H, m) , 4.19 (2H, q, J=7.0), 4.42 (2H, 
s), 4.48 (2H, d, J=6.0), 4.68&t>*4.92 (gflH, #m) , 6.45 (1H, dt, J=16.0, 
6.0), 6.58 (1H, d, J=16.0), 7.32 (1H, m) , 7.42 (1H, m) , 7.55 (1H, t, J= 
8.0), 7.60 (1H, m), 7.68-7.76 (2H, m) , 7.92 (1H, s) ; 
IR (KBr, cm" 1 ) : 1739, 1674, 1354, 1156. 
(mMM3 8) N- [3- (3 -T* VJ 7*-J]/) -2- (E) -^U^-JV 

] — n — [3-^dd-4 - ( i - i/V D^>^;i/tf^sy yy- 4 -4 ^mr^-v 

) 7i-^] ^Tf-f^Bl I^lWM. (i^fff 5 2 3) 

7T-m*>tlt=.N- [3- (3-7^77x-W - 2- (E) -7 

n^^;i/] -N- [3-^dd-4 - ( i ->>^7 n^>^;i/t°^U s?>-4 ->f 

;i/^-dp>>) 7iijb] ^^/7 7 : E>f;HfSxf;i/ 2&@?f& (7 9 0 mg) 2:3 
N (2 0ml) JClS*U, 6 0 t CT4. 5Bf|Hia#Lfe. &JS?K&£ifi* 

T?^*PLfe«, iETiiL, ^SMHPLC (YMC-Pack ODS-A; YMC, 

2 0%Tir N- h U;i//7K) 1 N 

Zli:CJ:y, IIEfb^»5 2 2mg (lR$69%) SMi^@fti:bt#fe 

a 

[0 2 8 2] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.48-1.63 (2H, m) , 1.63-1.76 (2H, m) 
, 1.76-1.88 (2H, m), 1.93-2.10 (4H, m) , 2.15-2.35 (2H, m) , 2.91-3.13 (2H 
, m), 3.20-3.59 (3H, m) , 4.26 (2H, s) , 4.47 (2H, d, J=6.0), 4.66&tf4.91 
(ItlH, &m), 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 (1H 
, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.61 (1H, d 
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, J=2.5), 7.69 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.90 (1H, s) ; 
IR (KBr, cm" 1 ) : 1732, 1676, 1348, 1155. 

(mmms9) n - [3- (3 -t *v ; ? -2 - (e) -^uk-^ 

] — N — [3-^0D-4 - (1, 2 - V*?-)l¥s<V Vy-A ->T )V*lci/) 
#^j8 9t#^>tlfeN- [3-^DD-4 - (1, 2 - tf/< U ^> 

-4 ->r ;i/^-^pi/) -N- [3- (3->>7;7i-;^) - 2 - (e 

) -^0^3] x^^T^-f^gfiif ;i/ (lioomg) *p>7 uu*%y 

(2 0 ml) (2 0ml) (Dm&mMlZ.mM U *#T, mbTK 

^if£x#y-;i, (2 5ml) &C?§8?U &fbT > ^- ? (2 4 Omg 
&7K5ml {C?§$0 &t>*2 8%Ty*=-T7k (0. 5 4ml) £#D;l£;^ 

T—mnw^fr* ixmmzm&Tmmist^ m^wplc mc-pack o 
ds-a; ymc, mmmm: 2 5%7-fe h-hu;i//*) t^s^l^. 

^HflsSrX*;-;!, (5ml) K?£fl?U 4N ^bTK^^^^-tJ- (0. 
4 0ml) ZtiUz.f=.%t. mj±Tm'mnmm*:Z>Z.£lZj:*). SIB^f4 2 0m 
g (4X^3 3%) 5:MM«:i:bT#fc 0 
[0 2 8 3] 

X H NMR (500MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0), 1.33 (3H, d, J=6 
.5), 1.70-1.85 (1H, m), 1.85-2.00 (1H, m) , 2.20-2.35 (2H, m) , 2.75 (3H, 
s), 3.05-3.15 (1H, m), 3.25-3.35 (1H, m) , 3.45-3.55 (1H,. m) , 4.19 (2H, q 
, J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.65 (1H, m) , 6.43 (1H, dt, 
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.40 (1H, dd, 
J=9.0, 2.5), 7.55 (1H, t J=8.0), 7.59 (1H, d, J=2.5), 7.68 (1H, d, J=8.0 
), 7.73 (1H, d, J=8.0), 7.87 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675. 
(H5£M4 0) N — [3 - (3-7^ i/V7i-il/) - 2 - (E) -^U^-JV 
] — N — [3-^DD-4 - (1, 2 -^^^;i/tf^U i?y-4 --f )\,**Z/) 

xjiyr^J Jimm 2 &gfe% (fllaHfc^&S-S- 5 2 4 ) 
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9 T*#£*l7cN- [3- (3-7^>V7i-jl/) -2- (E) 
D^x;i/] -N- [3-^DD-4 - (1, 2 -^*^;i/t°^y V>- 4 ->f ;i/ 
*•=¥£/) 7x^;i/] ^7 7^ ;i/gtffi?X^;b 2figffi(2 6 0mg) 5:3N 
mm (2 0ml) Ki§#U 6 0TCT'4TOfftfe o SJSI^l?StT« 
MJET^iHL/, iS&MHPLC (YMC-Pack ODS-A; YMC, ?8ffi?§g& 
: 1 5%7izh-hy;i//2f<) -£»5SUfc. ff&nfeiJfe»i#fclN ftlfctc 
»*Lfc«, «ET«tt«B3«*CfcK:J:y, ^lt^2 2 0mg (JR* 8 
9%) £M&4£5£?£®ft:£l/T#£ 0 
[0 2 8 4] 

h NMR (500MH2, DMSO-dg) 8 ppm : 1.33 (3H, d, J=6.5), 1.70-1.80 (1H, m 
), 1.85-1.95 (1H, m), 2.20-2.35 (2H, m) , 2.76 (3H, s) , 3.05-3.15 (1H, m) 
, 3.20-3.35 (1H, m), 3.45-3.60 (1H, m) , 4.28 (2H, s) , 4.47 (2H, d, J=6.0 
), 4.64 (1H, m), 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 
(1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H 
, d, J=2.5), 7.68 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.86 (1H, s) ; 

IR (KBr, cm -1 ) : 1733, 1676. 
(Hi^4 1) N — [3- (3-7^^;7i-;i/) - 2- (E) -7*n^-Jb 

] -N- [3->nn-4- (-f> ku vy- i -4)1***/) 7xiM x;u 
yy^^jvmm^JV 2 1) 

##M9 5TfWe>*lfeN- [3-7DD-4 - (-f > K U > - 7 - -f A/it *r 
is) 7 -N- [3- (3 -Vr J 7i-JI/) - 2 - (E) -^P^-;i/ 

] ^^77^ ;i/gf^X^-;i/ (600mg) £^DD^> (20ml) 

(2 0ml) ©iS^i8&lci8#U *k#T, iftftjfcjR&jBBfctfe, & 
ft&UTSfflT?3l*W«#Ufe. £j&*&«ffiT»»Ufclk Slit £ x * y - ;i/ 
(25ml) iC?§j§?U £-fbT>^X#A*ig?£ (130mg5*5ml jC?§j§¥ 
) ,5:^2 8%7>^ — TtK (0. 2 9ml) &flD*.fctfc, tfit'-MffLt. 
jRj£«&«fiETii!HILfcfl, ^I&^HPLC (YMC-Pack ODS-A; YMC, igffl 
20%7th-h'j;i//*) T'JRtSSLfco »e>*lfc*R5£7g@#&x* 7 - 
;i/ (5ml) KigjgU 4N ^b7K^^^f^-^>^ (0. 2 0ml) *t&7L 
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m&rmf^nm^^^^mz & fiaMnomg caw 20%) 

[0 2 8 5] 

X H NMR (500MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0), 1.60-2.35 (8H, m 
), 3.00-3.10 (2H, m), 3.25-3.35 (1H, m) , 3.45-3.55 (2H, m) , 4.19 (2H, q, 

J=7.0), 4.41 (2H, s), 4.47 (2H, d, J=6.0), 4.98 (1H, m) , 6.43 (1H, dt, 
J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.30-7.35 (1H, m) , 7.40-7.45 (1H, m) 
, 7.55 (1H, t, J=8.0), 7.55-7.65 (1H, m) , 7.68 (1H, d, J=8.0), 7.73 (1H, 
d, J=8.0), 7.87 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675. 
(mmW4 2) N- [3- (3-7^V7i^;i/) -2 - (E) -7°D^-jl/ 

] — n — [3-^na-4 - (>r> KU Vy- i -J)\s**ri/) 7x^;H xji 

7 7?^fJl/il 2tM (M^fb^ftSf 5 2 5) 
[0 2 8 6] 
Cffc 1 3 ] 




CI -2HCI 

[0 2 8 7] 

mMW4 1 T*m*>tlfcN- [3- (3 -7^ VJ -7ai-JV) - 2- (E) ~zf 
□ -N- [3 -9 U a - 4 - -(>f > KU 5»- 7 ->f;i/^-^rS/) 7xr 

^^^T^^f^gfilf/l/ 2%&& ( 1 3 0 mg) £ 3 N (15m 

i) tcasflsu 6ox:t3^raif#bfe„ fiis*s:M*^?fraiufcft, ^j±t 

iUffU ^it£#IfcHPLC (YMC-Pack ODS-A; YMC, ^ffi^^ : 1 5%7-feh 
ffiT«»«HS*ei4:»CJ:y, KEft^llOmg (JRa(8 8 8 %) 
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[0 2 8 8] 

*H NMR (500MHz, DMS0-d g ) 6 ppm : 1.60-2.35 (8H, m) , 2.95-3.10 (2H, m) , 
3.15-3.50 (3H, m), 4.28 (2H, s) , 4.47 (2H, d, J=6.0), 4.99 (1H, m) , 6.4 

4 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.30-7.35 (1H, m) , 7.40-7 
.45 (1H, m), 7.55 (1H, t, J=8.0) , 7.55-7.65 (1H, m) , 7.69 (1H, d, J=8.0) 
, 7.73 (1H, d, J=8.0), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1734, 1675. 
(I&86M4 3) N — [3- (3-7^/7i —JV) -2- (E) -^U^-)\y 
] — N — [4- ( 1 Vy-A ->f 7i-JH ^;i/77 

ffrimax.+jo 2&m& (m^it&mm^s 7) 

##M9 9 T*m*>nfrN- [3- (3->7;7i^l/) -2- (E) -7°n 
-N- [4- ( 1 -^^;i/tf/<U ^>-4 ->f/l/;l-*$/) 7i-^] ^ 
;i/7 7 ; E'f;i/Sixf^ (570mg) &i/7DD^^> (20ml) &t>*:c# 
(20ml) ©»^*j|EK:*#U *#T, i&-ffc7Kii£iI D 

Oml) tC«#U mkry^-V AtK^.CI 4 OmgS:*5mllC»i) & 
t52 8%r> i E-r* (0. 3 1ml) &;&nx.fe#, ifit'-Bftjl^bfe, MS 
«&«JBET«»Ufe«, ^MHPLC (YMC-Pack ODS-A; YMC, 

: 17. 5%T-feh-hU;i//7K) XmULf^o &e>#ifc&Jt?g®#&x* 7 - 
;i/ (10ml) C^iU 4NM*imif>M(0. 22ml) ^ 
Afcffc, «£ET«»«5HS««i4:»CJ:y, SI3^tl5 0mg (J|X^22% 
) ^tfi»I«:i:lTffc. 

[0 2 8 9] 

X H NMR (500MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.85-2.05 (2H, m 
), 2.05-2.25 (2H, m) , 2.73 (3H, s) , 3.00-3.15 (2H, m) , 3.20-3.30 (1H, m) 
, 3.40-3.50 (1H, m), 4.20 (2H, q, J=7.0), 4.34 (2H, s) , 4.44 (2H, d, J=6 
.0), 4.50-4.60&tf4.70-4.80 (fflH, #m) , 6.43 (1H, dt, J=16.0, 6.0), 6.5 

5 (1H, d, J=16.0), 7.00-7.10 (2H, m) , 7.35-7.45 (2H, m) , 7.54 (1H, t, J= 
8.0), 7.68 (1H, d, J=8.0), 7.71 (1H, d, J=8.0), 7.88 (1H, s) ; 
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IR (KBr, cm -1 ) : 1738, 1674. 

4 ) N- [3- (3-7v>V7i - 2- (E) -7°U^-)V 

] — N — [4- ( i -*^;i/fc°^>; ¥z/-4 ->r ;b^-^rt/) 7iijH 

^ ^ ;1/ g^ 2 t&^i& (M*vft 5 6 1) 
H»J4 3 T'^^tl^N- [3- (3-75^V7xr;i/) -2-(E) 

n^x;b] — n — [4- ( 1 -*^;m°^y -4 fr***/) 7ii;i/] 

^;b^T^-r;i/^®EX^;i/ (250mg) £ 3 N (30ml) 

izmML. 6 0°CT'3^Km#bfc o £J»£^S£-e#£PU7^ ^ffTi« 
U it5:^HPLC (YMC-Pack ODS-A; YMC, ?gffl?« : lO%T1rh-h 
U;i//7K) T*¥»SgU£ 0 #e>^7c^^©#:$: 1 N i^®?{C^L7c^, ffi,]±T 
mm&mmtZZtlZ & »J, ifSMl6 0mg («5 8%) 

[0 2 9 0] 

X H NMR (500MHz, DMS0-d g ) 5 ppm : 1.80-1.95 (1H, m) , 1.95-2.05 (1H, m) , 
2.05-2.25 (2H, m) , 2.70-2.80 (3H, m) , 3.00-3.15 (2H, m) , 3.20-3.30 (1H, 
m), 3.40-3.50 (1H, m) , 4.20 (2H, s) , 4.45 (2H, d, J=6.0), 4.53&t>*4.74 
(ItlH, #m), 6.44 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.02 (1H, 
d, J=9.0), 7.05 (1H, d, J=9.0) , 7.39 (1H, d, J=9.0), 7.41 (1H, d, J=9.0 
), 7.54 (1H, t, J=8.0), 7.68 (1H, d, J=8.0), 7.71 (1H, d, J=8.0), 7.87 ( 
1H, s) ; 

IR (KBr, cm -1 ) 1733, 1676. 
(H»J4 5) N — [3- (3-7?^/7i —)i>) -2- (E) ~7°n^-)V 

] -N- [4- ( i -t^-ji^^v vy- 4 -J jut**/) -3-h'j7Mn 

*^7l/ 7 T't-f JlWmX-?-^ 2i&Mi& (m^t^m^f^ 8 5) 

##Ml0 4T'He)*ltN- [3- (3-J/7;7i-Jl/) - 2- (E) -7° 

a/<-;i/] -N- [4- ( l ->^;i/bf^y y>-4 -^jv^-^-i/) -3 -hi) 

7)lJ-U*^)l7 3i—;\s] 7,)V77^4 ;i/@t^EX^-;i/ ( 1 2 9 8 mg) 
U**y (30ml) &£>*x* J (1 5ml) (DU^mmizmML. 

t 

15 6 £BIE#2 0 0 2 -3 



#2001-107615 



mmLt^ mm*:** (20 mi) ic$s«u ^try=E~^^mm 

(2 4 6mgS:7Kl 0 m 1 IC^«?) RZ*2 8%T>=E-T7k (0. 3 2ml) & 

«JBET»*BU HimHPLC (YMC-Pack ODS-A; YMC, m&feM: 
2 5%T1r h-hy;i//7K) T'MgLk. fc&tifc&je^Bfl:*: 1 N &^IC?§ 
tfUfc*, ■*ffiT«»«HS1£*£fc»C*y, «gB^«1115mg (JR$5 7 
4%) £*rt&#B£?gHttfcOT#fc. 
[0 2 9 1 ] 

J H NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.91&&2.06 ( 
ft2H, #■), 2.17-2.27 (2H, m) , 2.73 (3H, m) , 2.87&£>*3.50 (ff2H, #m) , 3 
.37&£>*3.44 (ft2H, #m) , 4.19 (2H, q, J=7.0), 4.45 (2H, m) , 4.50 (2H, d, 
J=6.0), 4.74&t>*5.00 (fflH, #m) , 6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, 
d, J=16.0), 7.39^^7.45 (SflH, #d, J=10.0), 7.55 (1H, t, J=8.0), 7.65 
-7.74 (4H, m), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1739, 1676, 1353, 1155. 
(MffiW4:6) N- [3- (3-T^7 7i-ib) -2 - (E) -^U^-JV 
] — N — [4- ( 1 -*^;bfcf^U JV**ri/) - 3-h'j7MD 

*^)17 ^Jl-7T^4 Jimm 5 8 9) 

MMffl4 5T*#e>tlfeN- [3- (3-7^^7 7x-;b) - 2- (E) - ^ 

p^-;i/] — n — [4- (l -*?-)itf<<Wy-4 - J j]/***/) - 3 - h U 

7MD^fil/7i-Jl/] ^JWT^'fJl'iixf^ 2&@?& (8 0 3 mg) 

&3N JgSE (2 0ml) Ki8«?U 6 0 °C T* 8 mMMW V 

T?#fflUfc|fe, 3*JEET»I©U (YMC-Pack ODS-A; YMC, m 

mmm: 1 7%r-t2 K-hu;i//*) vmmvfc, m^tit^m^m^ 1 n 

o 

[0 2 9 2] 

*H NMR (500 MHz, CD3OD) 8 ppm : 1.93&tf2.17 (#f2H, #m) , 2.28&t>*2.39 
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(ft2H, &m), 2.90 (3H, m) , 3.10-3.25 (2H, m) , 3.47&tf3.60 (gf2H, £-m) , 
4.12 (2H, s), 4.55 (2H, d, J=6.5) , 5.00 (1H, m) , 6.43 (1H, dt, J=16.0, 
6.5), 6.57 (1H, d, J=16.0), 7.302£tf7.36 (fflH, #m) , 7.54 (1H, t, J=8.0 
), 7.65 (1H, d, J=8.0) 7.71 (1H, d, J=8.0) 7.72-7.80 (2H, m) , 7.80 (1H, 
s) ; 

IR (KBr, cm -1 ) : 1733, 1676, 1350, 1154. 
(H»J4 7) N — [3- (3-T5^V7i-;b) -2 - (E) -^UK-JV 

] — n — [3-?nn-4 - ( i -*;i/A-r ^ K-r;n^u vy- 4 ->r ji** 

[0 2 9 3] 
Ut l 4] 



[0 2 9 4] 

(a) N- [3- (3 -7 ^ VJ 7 x. — Jh) -2- (E) -^U^—M -N- 

[3-?nn-4- (tf^u 4 --f 7ii;i/] x ;i/ y r ^ ;b 

##M7 or^#e>ti^N- [4- (i-t-yhJp^;i/;K-;i/^'Ji;>- 

4 --f ;i/2f-3r^) -3-^nn7iUl/] — N — [3- (3-i/7;7i-jl/) 

- 2 - (E) -7n^-;i/] ^;i/7 7=E^ji/Sixf^/ (noomg) £ s;* 
OD^> (30ml) &tfx# J -JV (20ml) <A^-£Mj^c?§8? u 

^bfe^, mm**.* j -)v (20 ml) ic?§8?u ^try^-^^mm ( 

2 0 8mg^l0ml (C?§fl¥) 2 8%7>^-7tK (0. 40ml) 
ffe, ^/±T*i$iU Jg2f£#IfcHPLC (YNC-Pack ODS-A; YMC, : 2 
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0%7-fe h- h U;i//*) TfSSIlfe. »b*ife«l3£^a*S:^*y-^ (2 0 
ml) JCigJBU 4N *-ffc7K*S?***>»* "(0. 50ml) &flH;tfe«, 

^ft6 6 2 mg 0K§£5 6%) &$*&*tf&&B#£ LTife. 
[0 2 9 5] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.88 (2H, m) , 2 
.10 (2H, m), 3.08 (2H, m) , 3.17 (2H, m) , 4.19 (2H, q, J=7.0), 4.41 (2H, 
s), 4.47 (2H, d, J=6.5), 4.78 (1H, m) , 6.44 (1H, dt, J=16.0, 6.5), 6.57 
(1H, d, J=16.0), 7.30 (1H, d, J=9.5) , 7.41 (1H, dd, J=9.5, 2.5), 7.55 (1 
H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.69 QH, d, J=8.0), 7.73 (1H, d, J=8 
.0), 7.88 (1H, s) ; 

IR (KBr, cm" 1 ) : 1737, 1675. 
(b) N- [3- (3-7V^;7i-;i/) -2 - (E) -^D^-M -N- 

[3 -^nn-4 - ( i ^ K>r;i/bT^u vy-± 7*. 

— ^;i/7 7=e>f;i/ftixf;i/ 2&gft& 

7 (a) T*#£*lfcN- [3- ( 3 - y $ V J 7 x=Jl/) - 2- (E 
) -7"D^-M -N- [3-^DD-4 - ( X U V > - 4 - -f ;b;T3f ^) 7 
x~;i/] ^^7 7*>f;i/B»if^ 2&&& (0. 7 9g) (2 
5ml) tc^l, gfitxf;^;bA^f ^-r- hf&^±& (0. 2 9g)&tfh 
'Jif;b7 0 (0. 72ml) ^nXtc^i. »16Wibfc D 

(C4N &4t*mi?**vymm domi) m&rmmv. mm 

£#IRH PLC (YMC-Pack ODS-A; YMC, : 2 0 %7-fe h - h U ;i//7fc 

) T*3fit§gUfc. *#&*lfc&Ji^ia#&x*y-;i, (10ml) JCjg#U 4N 

mt*mi?**r*t->mm (2m d &;&D*.fcf£, *ffiT»»«Ha*fe. 
zmc$s#u at««*jc#^-ii:jcj: mmsmo. sog (nx^6i%) 

[0 2 9 6] 

: H NMR (500 MHz, DMSO-d g ) 6 ppm: 1.23 (3H, t, J=7.0), 1.73-1.87 (2H, m 
), 1.99-2.10 (2H, m), 3.57-3.68 (2H, m) , 3.71-3.78 (2H, m) , 4.19 (2H, q, 
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J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.81-4.86 (1H, m) , 6.45 (1H, 
dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.33 (1H, d, J=9.0), 7.41 (1H, 

dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H, d, J=2.5), 7.69-7.75 (2H 

, m), 7.90 (1H, s), 7.99 (1H, dd, J=15.0, 7.0) ; 

IR (KBr, cm -1 ) : 1737, 1702, 1675, 1351, 1155. 
(HI6M4 8) N- [3- (3 -T ^ VJ 7i^) -2- (E) -^U^-)l 

] — n — [3-^dd-4 - ( l -/ft;t/A-f ^ hM;i/tf/^u yy- 4 -j)\s?t*c 
i/) yai-jvl ^)\yyr^4 Jimm 2i&m& (MBit&m&^ 5 2 6 ) 

[0 2 9 7] 



[0 2 9 8] 

H»J4 7 (b) T*#ib*l£N- [3- (3-75i?77i — - 2 - (E 
) -T'D^-;!/] — N — [3-^DD-4 - ( 1 - ^ ;i/ bf^ U 2?> 

- 4 ->f ;b;*3f £/) )\sWW.^)\y 2i&mt& (0. 35 

g) S3N »l(15ml) C»»U 6 0°CT*4. 5MI#lfe. 
£^S£T*?Wl/£^ MffiTiHSU ^ig£#^H P L C (YMC-Pack ODS-A; 
YMC, ^ffi^: 1 5%7th-h'j;i//*) T'MLk. £ 
HN f&gfc (3ml) ICM8?L£^ MffiT^IS^® $ i±£ 0 - *l &?fac?§j§? 
^^lC#fr £;lC«i:U. m&it&mo. 17g (HX^5 2%) 

[0 2 9 9] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.73-1.87 (2H, m) , 1.98-2.11 (2H, m) 
, 3.57-3.79 (4H, m) , 4.28 (2H, s) , 4.47 (2H, d, J=6.0), 4.79-4.86 (1H, m 
), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0) 



Ut 1 5 ] 




CI 



•2HCI 
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, 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7 
.70 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.89 (1H, s) , 7.99 (1H, dd, J=l 
5.0, 7.0) ; 

IR (KBr, cm" 1 ) : 1731, 1703, 1675, 1347, 1154. 

N — [3- (3 -73 VJ - 2- (E) -^fU^—Jl 

] -N- [3-?nn-4 - [l- (i -4 % Jzfutf)i) tr^u vy- 

JV**ri/~\ 7i-;i/] ^^77=E>f Jl/W?Wt^)V 2 i»t& (M^ffc-SiW-^ 2 
3) 

[0 3 0 0] 
Ut 1 6 ] 




CI . -2HCI 

[0 3 0 1] 



7 (a) Vm^UtcN- [3- (3-7^>V7i-;i/) - 2- (E 

).-yn^-;i/] -N- [3-^nn-4 - (bf^y yy- 4 --f y 
x;!/??^^^!^;!/ 2i»& (o. 7 7g) £:n#,>-;i/ (2 
5mi) icgiu lit', • ^ • 7* v*y • ^t^m • vim 

Xf-f, 8f, I5 6 7I (1 9 7 6^) [J. Amer. Chem. Soc. , 98, 567 

(1976)] izmmo^mzm^u*?*- v u ;i/<fc y^stifeif^ynwv 

^5f-h MS (0. 54g) Mh'Jlf;i/7^> (0; 88ml) 5:1 

iu^t*2 2^ra5Jcebfc 0 fijs©3tff^3iv%fe«), x^-;i/^Dtf^>-r 

3 h ( 0 . 1 8 g ) M b V Xf;i/7^ > ( 0 . 3 5ml) 

, ^ST*£<blC4. 5E$P48tf#L£ 0 ^^{C4N ^b7K^^^=¥^>^ ( 
10ml) *lMZ-t~%k. MJETiiHiU Bi££#JfcHPLC (YMC-Pack ODS-A; 
YMC, mmmm: 2 5%rthxhU;b/*) T'Wigbfco #e>tlfeM^@^ 
(10ml) IC?§8?U 4N J&<ffc*i|t^;f (2ml) 
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*»J, ^IHffc^O. 5 7g (JR^8 6 7 %) ^^I#Ht#fe. 
[0 3 0 2] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.15 (3H, t, J=7.5) , 1.23 (3H, t, J= 
7.0), 1.74-1.83 (2H, m) , 2.01-2.10 (2H, m) , 2.61 (2H, q, J=7.5), 3.58-3. 
77 (4H, m), 4.19 (2H, q, J=7.0) , 4.42 (2H, s) , 4.47 (2H, d, J=5.5), 4.80 
-4.89 (1H, m), 6.45 (1H, dt, J=15.5, 5.5), 6.58 (1H, d, J=15.5), 7.33 (1 
H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.55 (IE, t, J=8.0), 7.59 (1H, 
d, J=2.5), 7.69-7.74 (2H, m) , 7.90 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1671, 1619, 1352, 1157. 
(mmWSO) N- [3- (3 -T^ VJ - 2- (E) -^U^\-jl 

] — n — [3-?nn-4- [l- (l * j zfu\£)\r) tf^u &y- 4 ->r 

Jl**ri/1 7i3] XJiyy^J ;vmm 2i&mi& (M^tlM«# 5 2 7 ) 
[0 3 0 3] 
lit 1 7 ] 




CI -2HCI 



[0 3 0 4] 

Hl«4 9T^#^tl^N- [3- (3 -T^ V.J 7 -2 - (E) 

o^^;u] — n — [3-^on-4 - [i- ( i ->f * y zfu \^^.wy 

- 4 ->f ;i/^-^rS/] Xj^T^'fil/illf;!/ 2&®?J& (0. 4 2 

g) fe3N «i (15ml) C»iU 6 0°CT'6. 5«rlSI»i^Lfe. 
&^S£T*#£|JL£^ *EETi**8U jSi^JRHPLC (YMC-Pack ODS-A; 
YMC, «ffi»S«i: 1 8%Tir h-h U -TfWlSLfc. #&ftfc*IJ6JgH# 

felN %6B (3ml) lC?g#Lfc«L ^ffiTif£a$fc@£-fr£o i*lS:7KlC«» 
Lfcffc, $i&fMlCtf-f3. tlC J: U, HiBft^O. 37g (JR$S9 3%) 
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[0 3 0 5] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.15 (3H, t, J=7.5) , 1.71-1.87 (2H, 
m), 2.00-2.12 (2H, m) , 2.63 (2H, q, J=7.5), 3.59-3.81 (4H, m) , 4.30 (2H, 
s), 4.48 (2H, d, J=5.5), 4.81-4.88 (1H, m) , 6.46 (1H, dt, J=16.0, 5.5), 
6.58 (1H, d, J=16.0), 7.34 (1H, d, J=9.0), 7.43 (1H, dd, J=9.0, 2.5), 7 
.55 (1H, t, J=8.0), 7.60 (1H, d, J=2. 5) , 7.70-7.76 (2H, m) , 7.94 (1H, s) 

IR (KBr, cm -1 ) : 1734, 1671, 1620, 1349, 1156. 
(MMM 5 1 ) N- [3- (3-7^^V7i^l/) -2 - (E) -y°UK-)l 
] — N — [4- ( 1 -4 ^ J y jL—Jlt^-Jllf^V yy- 4 ->f;i/^-^rS/) -3 

- ? □ uy 7.jvyr^^)vmm^^ 2 (M^-ffc-^^## 2 4 

) 

mMW4 7 (a) -e?#«b*l£N- [3 - (3-7^V7i-J!/) - 2- (E 
) -7°Us\ — Jll -N- [3-^DD-4 - (¥s<V i?y- 4 JVJt^i/) y 
^;i/7 7 ; E^;i/itixf;i/ (0. 6 9 g) &:n#y-;i/ (2 

Oml) tCiiU SST% ifM>X>f^f-h ±Mi£ (0. 63g)& 
t» Uoc^l/T^ > (0. 94ml) fcflDX., 60°CT*2. 5 B#|ig£l# L 
^iST'16. 5WIlfe 0 $^(C6 0°CT'l 1. 5B#r»#L£^, ^iST' 
6 0. 5E$MCSU£„ (5ml) £;0tJ 

7Ltc$k. mfcrmmis. ^s^hplc (YMc-pack ods-a; ymc. mmmm 

: 2 5%T-fe h U;i//7K) T'^L^o 7 -;b ( 

5ml) iC^L, 4N ^^^^-^r-^>^?g (2ml) £#tf;i£^, W.B 

Tmmt&mz j £2>z.£iz£ y, sia-fb^o. 3 6 g orsm5%) 

[0 3 0 6] 

*H NMR (500 MHz, DMSO-dg) 5 ppm : 1.22 (3H, t, J=7.0), 1.73-1.81 (1H, 
m), 1.90-2.03 (2H, m) , 2.17-2.24 (1H, m) , 3.30-3.51 (2H, m) , 3.78-3.86 ( 
1H, m), 3.89-3.95 (1H, m) , 4.18 (2H, q, J=7.0), 4.41 (2H, s) , 4.47 (1H, 
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d, J=6.0), 4.83-4.88 (1H, m) , 6.43 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J 
=16.0), 7.33 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.53-7.73 (9H, m 
) , 7.88 (1H, s) ; 

IR (KBr, cm" 1 ) : 1738, 1671, 1605, 1353, 1156. 
(IIM5 2) N- [3- (3-7 5^V7i^;i/) -2 - (E) -^U^-Jl 

] -N- [4- [ l --r ^ J 7i-;i/^f;vhf^'j z?y-4 --f -3 
- ? uu? x.-M ^^yr^^jvmm 2t&g?t& 5 2 8) 

M5 1ti?,|lfeN- [3- (3-7^;77i-jl/) - 2- (E) - zf 

-N- [4- (i--f$;7x-;^f;nf^u^>-4-^;i/^^ 
Z/) - 3- ^nn7ii;H ^;b7 7=E^Mixf;i/ 2i&m& (0. 2 5g 

) &3Ngi(i2mi) jcismbu 6 o ic t* 3 m$mw h r=. a jxj&mzmu 

£T*ftfflLt=.%t. MffiT^liL, ^<S&^HPLC (YMC-Pack ODS-A; YMC, 
, ^^IC^f^illC^ y, ^fB^fb^O. 21g (1K$8 9%) &4k£4b:£ 

LT#7c 0 

[0 3 0 7] 

X H NMR (500 MHz, DMSO-dg) 5 ppm : 1.70-1.78 (1H, m) , 1.88-2.02 (2H, m) 
, 2.14-2.22 (1H, m), 3.28-3.50 (2H, m) , 3.83-3.90 (1H, m) , 3.91-4.01 (1H 
, m), 4.27 (2H, s) , 4.45 (2H, d, J=5.0), 4.82-4.89 (1H, m) , 6.44 (1H, dt 
, J=16.0, 5.0), 6.56 (1H, d, J=16.0), 7.32 (1H, d, J=9.0) , 7.40 (1H, dd, 
J=9.0, 2.5), 7.51-7.71 (9H, m) , 7.90 (1H, s) ; 

IR (KBr, cm" 1 ) : 1733, 1673, 1605, 1349, 1155. 
(HiM5 3) N- [3- (3-7^V7x^;V) -2 - (E) -7°n^l/ 
] — N — [3-?DD-4- [1- (4, 5 -i/t KO- 3 H-tfn-;i/~ 2 - 

4)1) tr^u Vy- 4 ->r;i/^^r^] 7iiM xivyr'tJ )vmm^)\j 2 

mm.^ (minit&m^ 2 5 ) 

[0 3 0 8] 
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[ft 1 8 ] 




CI -2HCI 

[0 3 0 9] 



MMW4: 7 (a) T'W^tlfeN- [3- (3-7v>V7i-Jl/) - 2- (E 

) -^n^s-;b] — n — [3-^nn-4 - (tf^ u 4 — f ^i/^r^rSy) ^ 

X^??^^^!^;!/ 2±&^i& (0. 7 5g) £x#y-;i/ (2 
5ml) izmML. mUV. *-X-y9'7UJ-iU-i/3y'T>F'ZfUi/ 
-VV-X • >^-^-2/3^;b, H24#. f 1 4 71 (1 9 9 2$) [Org. 
Prep. Proced. Int., 24, 147 (1992)] {CfB«tf>#&fC^ 2 - tfD U 2>V > cfc 
*J-£j&£*l£ 5 h=^>- 3, 4 -^fc KD- 2 H-tfO-;i/ (0. 2 5g) 

h 'JifJbr^ > (0. 6 9ml) fcflllx., MWV 1 0 B^St^ 8 
4lWSbfc. Mf>MfC4N ^b^^^^r-9->^?S (10ml) £#Dx.£ 

MffiT^HU ^itSrMHPLC (YMC-Pack ODS-A; YMC, ^ffi^ : 2 
5%7iz h- h U;i//*) T*¥if§gb£ 0 #«b*i£4S5g^@fls£x#;-;i/ (10 
ml) fC*8#U 4N (2ml) ZtiUTLfc®:. MJ±T 

mo. 52 g (4x^6 2%) zm&mm&m&t.i<Tm£Lo 

[0 3 10] 

*H NMR (400 MHz, DMSO-dg) 6 ppm : 1.23 (3H, t, J=7.0), 1.75-1.86 (2H, 
m), 2.02-2.14 (4H, m), 2.97 (2H, t, J=8.0), 3.50-3.91 (6H, m) , 4.19 (2H, 
q, J=7.0), 4.42 (2H, s) , 4.47 (2H, d, J=6.0), 4.81-4.87 (1H, m) , 6.45 ( 
1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.34 (1H, d, J=9.0), 7.41 (1 
H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5) , 7.70-7.74 
(2H, m), 7.91 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1672, 1352, 1156. 
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(MtfoW 5 4 ) N- [3- (3-7v^V7iUl/) -2 - (E) -^0^1/ 
] — N — [3-^dd-4 - [l - (4, 5 Kn- 3 H-tf n-;b- 2 - 
-f;i/) tf^U ^'>-4 -^;i/>j-^r>>] y^-jv\ xji? r^-( JiMM 2&flfc£ 

5 2 9) 
[0311] 



[0 3 12] 

HJ6f!I5 3 T*#e>tifeN- [3- (3 -r ^ -2- (e) 

□ /<-;!/] — N — [3-^nn— 4- [1- (4, 5 - KD - 3 H - tfD - 

;i/-2--f;b) tr^y ^>-4 ->f ;i/;*-3f$/] 7i-;b] x;i-7T^4)imm^ 

^JV 2i&mi& (0. 3 6 g) 5:3N %gg (1 5ml) {CM?U 6 0°CT* 6 

C (YMC-Pack ODS-A; YMC, ^ffi^ : 15—1 8%7t h - h U;1//tK) T?*S 
!3L£ 0 W^tlfcM^^@^$: 1 N (3ml) JC*#Ofeft, «ffiT«* 

. 3 2g (JR^5 9 0 %) &*lfej(S^l#i:bT«fe. 
[0313] 

*H NMR (400 MHz, DMSO-dg) S ppm : 1.73-1.88 (2H, m) , 2.00-2.14 (4H, m) 
, 2.97 (2H, t, J=8.0), 3.50-3.88 (6H, m) , 4.30 (2H, s) , 4.47 (2H, d, J=5 
.5), 4.81-4.88 (1H, m) , 6.46 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0) 
, 7.34 (1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7 
.59 (1H, d, J=2.5), 7.71-7.76 (2H, m) , 7.93 (1H, s) ; 

IR (KBr, cm -1 ) : 1734, 1672, 1350, 1155. 
(JHS60IJ 5 5 ) N- [3- (3-7^77i-il/) -2- (E) -^fU^-JV 
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] -N-[3-#nn-4-[l - (2, 3, 4, 5-fh7t Kntf'Ji?>-6 

i&S8& («a*ft-&4&#* 2 6 ) 

7 (a) T*#<b*l£N- [3- (3 — 7 ^ V J 7i-jl/) -2 - (E 
) -yn^~;i/] — N — [3-^DD-4- (fc^y 4 -J 7 

x— ;b] ^;b77 ; E'f;i/Wif^ 2i»i& (-0. 8 1 g) (2 
0ml) &c?gj§?u ^M-e, tf-tf^y? • ^W^-i/a y • y> K • zfui/ 

-VV-X ■ jyZ-i-i/nl-fr. ^1 4 71 ( 1 9 9 2^) [Org. 

Prep. Proced. Int., 24, 147 (1992)] lCfB«tf>#}£{Ct£VMf ij - 2 
> J: U^$tl7c 6 -m N3f$/- 2, 3, 4, 5 -?=• h ^ H KnbfU Vy (0. 
33g) Wh'Jlf^T^ (0. 74ml) 3 5°CT*3. 5 t^Kil 

4N ^trii^ (5mi) zmz.f=.&, mmrmm^. 

B*HPLC (YMC-Pack ODS-A; YMC, itffiMS : 2 3%7t h-hU ;i//7K) 

wi^bfe 0 m^tifrmfej&wfa**-* j (5 mi) fc?§$?u 4n j^-m* 
mv***yymw. (un mizTrntmrnz^fr, z\n^izm 

Mhtz.%k, nmnm^a-t z\ mzz *>, ^sb^^o. 21 g (W2 3%) & 

[0314] 

*H MR (400 MHz, DMS0-d g ) 5 ppm : 1.22 (3H, t, J=7.0), 1.65-1.80 (6H, 
m), 2.00-2.09 (2H, m) , 2.66-2.72 (2H, m) , 3.30-3.36 (2H, m) , 3.49-3.75 ( 
4H, m), 4.19 (2H, q, J=7.0), 4.42 (2H, s) , 4.47 (2H, d, J=5.5), 4.81-4.8 
7 (1H, m), 6.44 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.33 (1H, d 
, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.53-7.59 (2H, m) , 7.69-7.74 (2H, m 
), 7.90 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1674, 1637, 1354, 1155. 
(HS6M5 6) N- [3- (3-7v^7i^) - 2- (E) -7°U^-Jl 
] -N- [3 □ n-4 - [1 - (2, 3, 4, 5 h^t: Kn t^U 6 
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(M^-ft^## 5 3 0) 

5T**§fb*l£N- [3- (3-7^V7i3) -2- (E) - ^ 
u^—Jil — N — [3 -*nn-4 - [l - (2, 3, 4, 5-fh7t Knu'U 

2&^t& (0. 2 8g) ^3N ig|g (12m.l) Cg«fU 6 0°CT5 

C (YMC-Pack ODS-A; YMC, ?§ffiMS : 1 8 %y-fe h - h U ;i//7jO T*Jff$gbfe 

0 #&*lfcfc*J*B#:& IN %Sft (3ml) «EETtBlKII£@3 
-Brfeo i4x&*tC^«?Lfe«, fcic J: y, ««fb^<»0. 19 
g (jR^S7i%) $:»*^@»i:bt#t 0 

[0 3 1 5] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.64-1.81 (6H, m) , 1.99-2.08 (2H, m) 
, 2.67-2.72 (2H, m) , 3.30-3.37 (2H, m) j 3.55-3.78 (4H, m) , 4.28 (2H, s) , 
4.47 (2H, d, J=6.0), 4.80-4.87 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.5 
8 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.53- 
7.59 (2H, m), 7.67-7.74 (2H, m) , 7.88 (1H, s) ; 
IR (KBr, cm -1 ) : 1734, 1675, 1637, 1352, 1156. 
(WJ5 7) N- [3 - (3-7^V7i-il/) -2- (E) -zfU^-JV 

1 — N — [3-?DD-4 - [1- (3, 4, 5, 6-f h5t Fn-2H~7 

if hT y- 7 ->f;i/) tf^y Vy- 4 --f ;i/#-3f */] 7iuH ^jvy r^^jvm 

iif^ 2 (#J^b^#^ 2 7 ) 

7 (a) -e#e>tlfcN- [3- (3-75>>V7i-Jl/) - 2- (E 

) -yn^-;i/] — n — [3-?nn-4 - (tf^y s;>-4 ->f ^/*^f 2/) 7 

^;i/7 7 : E'f^ilf;i' 2J&^i& (0. 7 5g) (2 
5ml) i:»»U ifiT, 7-*h*^-3, 4, 5, 6-fh7tFn-2 
H-Tift°> (0. 3 9g) Wh l Jxf;i/7^>(0. 8 5ml) ^ ^ 

»-e7Wfwa#pLfe«, i5^r^«Lfc 0 s^©3ifT^^feft, 7-*h* 

i/-3, 4, 5, 6-fh7tKU-2H-7tY> (0. 2 2 g ) RZf h V x 
^;b7^>(0. 5 1ml) JM, 4 5tT*12HiIJflfc^ iSt'll 
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V>mWi. (5ml) &fln*.fc«, «JET«iH8U Hi^HPLC (YMC-Pack 
ODS-A ; YMC, ^ffi^ : 2 5 % h - h U ;b/*) T'«gb£ 0 *#<b*lfcM 
^@^$rx^y-;i/ (5ml) {C?§£?U 4N ^fcTKm^^^rit >WWl (2 
ml) &#Dx.fe^ iffTl8«|Stt 3*iS:7fac?§j§?Lfc^ 80^f£^C 
#f3^{Cj;»;, ^fB-fb^O. 3 0g (iR^3 5%) 

[0 3 16] 

1 H NMR (400 MHz, DMS0-d g ) 8 ppm : 1.21 (3H, t, J=7.0), 1.52-1.63 (4H, 
m), 1.68-1.81 (4H, m) , 2.04-2.10 (2H, m) , 2.84-2.88 (2H, m) , 3.36-3.42 ( 
2H, m), 3.62-3.91 (4H, m) , 4.18 (2H, q, J=7.0), 4.41 (2H, s) , 4.46 (2H, 
d, J=6.0), 4.81-4.87 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J 
=16.0), 7.32 (1H, d, J=9.0), 7.40 (1H, dd, J=9.0, 2.5), 7.52- 7.59 (2H, 
m), 7.66-7.74 (2H, m) , 7.88 (1H, s) ; 

IR (KBr, cm" 1 ) : 1738, 1674, 1628, 1353, 1156. 
(Hi&M 5 8) N - [3 - (3-T^ y;7i-;i/) - 2 - (E) -^U^-Jl 

1 — N — [3 D □ - 4 - [1- (3, 4, 5, 6-fh7tKD-2H-7 

if \Zy- 7 ->f;i/) tf^u Vy- 4 --r;i/^-^pi/] y x.-)\,~\ x;i7 ye^ )vm 
m 2 i&mm (Mmitism^ 5 3 1) 

7t*#f,tltN- [3- (3-7^i>7 7i-;i/) -2 - (E) 
n^~;u] — N — [3-^DD-4 - [1- (3, 4, 5, 6-fh7th*n- 

2 H-rif tf>- 7 tr^u 4 --r;b^-^ri/] *;i/^7 
^E-f ^B^x^/l/ 2&^i& (0. 24g) S3N IK (10ml) CiffL 

, 6 0'CT'6tni^bfe„ ^S£T*#£PU£^ iETiib, 

£#$IHPLC (YMC-Pack ODS-A; YMC, : 1 8 % T"fe h — h V 

) x-mmLtLo mbn&mfemmtt.* 1 n &gg omi) ic^u^^ mj± 
^o. i8 g (kx^7 6%) *f*&m%.mmft£LTmt~ 0 

[O 3 1 7] 
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h NMR (400 MHz, DMSO-dg) 8 ppm : 1.52-1.62 (4H, m) , 1.67-1.82 (4H, m) 
, 2.00-2.09 (2H, m), 2.84-2.88 (2H, m) , 3.43-3.49 (2H, m) , 3.63-3.91 (4H 
, m), 4.27 (2H, s) , 4.46 (2H, d, J=5.5), 4.80-4.86 (1H, m) , 6.44 (1H, dt 
, J=16.0, 5.5), 6.57 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.40 (1H, dd, 
J=9.0, 2.5), 7.51-7.61 (2H, m) , 7.68-7.75 (2H, m) , 7.89 (1H, s) ; 

IR (KBr, cm" 1 ) : 1734, 1675, 1628, 1351, 1156. 
(H»J59) N- [3- (3-7V^7ii;i/) -2- (E) -^UK-Jb 

] -N- [4 - [l - (4, 5 -vm Kn- 3 H-tfn-;i/- 2 ->r;v) tr^u 
Vy- 4 -4 */] 7i-;i/] ^;i/77€>f;i/»Sxf;i/ (Mas 

it&m^m 8 1 ) 

(a) N- [3- (3-7^^V7i —)i>) - 2- (E) --Jn^-Jl] — N — 
[4- (If/^U S;>- 4 ->f JVJrlcis) 7x-M X;b77 : E'fMilf;i/2 

1 0 8 T^#^tl7tN- [4- ( 1 - t -^h^r5/*^/3j?— ^fcf/^U t?> 
- 4 Jl^-^rt/) 7i-;i/3 — N — [3- (3-J/7/7i-;i/) -2- (E 

) -^n^- *)i7 t=£4 jvmm^jv (1. 4 6 g) ^7'^nn^7 ( 

5 0ml) S.tKx^y-;b (25ml) ©«^«EtCJS»U, *#T> 

m> 3^£x#y-;i/ (4 0ml) jc*fl?u &ftr>^-tf.Mc$8?R (0. 3 

0 g&*l 5ml lC?§j§?) &t>*2 8 %T >^TtR (0. 5 8ml) *mx.t=.%k 
, J*£ET$8*8U Hi^HPLC (YMC-Pack ODS-A; YMC, : 1 5 

%rth-h'j;b/*) 7f»i5{f s^i:tc«fc»;, «aafb^«j o . 9 8g o&^6 

8%) &£Jt6fc£JgH#fcLT#fc- 
[0318] 

*H NMR (500 MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0) , 1.83 (2H, m) , 2 
.10 (2H, m), 3.05 (2H, m) , 3.19 (2H, m) , 4.20 (2H, q, J=7.0), 4.34 (2H, 
s), 4.45 (2H, d, J=6.0), 4.66 (1H, m) , 6.45 (1H, dt, J=16.0, 6.0), 6.55 
(1H, d, J=16.0), 7.04 (2H, d, J=8.5), 7.39 (2H, d, J=8.5), 7.55 (1H, t, 
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J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ; 
IR (KBr, cm -1 ) : 1737, 1675. 
(b) N- [3- (3 VJ 7i3) -2 - (E) -^O^-jl/] — N — 

[4- [l- (4, 5-^t:Kn-3H-eD-;i/-2-^;i/.) tf^U^>-4 

9 (a) T*#«b*l£N- [3 - (3 - 7v>V7i-jl/) — 2 — ( E 
) -^D^-M — N — [4- (fcf/^U ^>-4 ~4)l**V) 
7T=e^ zmmm. (0. 5 2 g) £:n#y-;v (5ml) (C^jg 
U gfit, ? • y MI/->>3 > • y> K • ZfUV-V^-X • >f 

>^-t^HtJK ^24§, f 1 4 71 (1 9 9 2#) [Org. Prep. Proced. 
Int., 24, 147 (1992)] {CfHi|S(Z>#&lC^ 2 -fcTn U > «fc U^Stlfe 5 
- ;* h 3f S/ - 3 ," 4-yt:Fn-2H-^D-;i/ ( 0 . 2 6 g ) h U x^;i/ 
T$y (0. 6 0ml) fcflD*, BlT'29H^Lt„ £J5?R&^JEETJR*S 

tIMHPLC (YMC-Pack ODS-A; YMC, : 2 5%7th 

-h'J;b/*) TfffifSil/fc. #^fc«^W5:l^-;i/ (4 0ml) fC?§ 
fl¥U 4N &fc*m*J**cVymWl (0. 7 5ml) iJ±T§« 

. 4 3g (JRsfS7 7%) &*^i@#i:lTffc 0 
[0319] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.68-1.80 (2H, 
m), 2.00-2.14 (4H, m) , 2.96 (2H, t, J=8.0), 3.46-3.87 (6H, m) , 4.20 (2H, 
q, J=7.0), 4.34 (2H, s), 4.45 (2H, d, J=6.0), 4.67-4.73 (1H, m) , 6.44 ( 
1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.04 (2H, d, J=9.0), 7.39 (2 
H, d, J=9.0), 7.55 (1H, t, J=8.0), 7.68-7.73 (2H, m) , 7.88 (1H, s) ; 
IR (KBr, cm -1 ) : 1738, 1671, 1349, 1157. 
(HJ609 6O) N- [3.- (3 -T^ VJ 73L-)h) -2- (E) -^fU^-)V 
] -N- [4- [1- (4, 5 -V\l KD- 3 H-tfn-;i/- 2 ->f;i/) tf^U 

Vy-4 -jfl,***/] 7zi;H 7.to7yt<iMtm. l^m^L m^it^m 

5 8 5) 
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[0 3 2 0] 



lit 2 0] 




txo 



x> 



•2HCI 



[0 3 2 1 ] 

Hi^5 9 (b) T*#£>*l£N- [3- (3-7^i>';7ii/b) - 2- (E 

) -^n^— ;b] — n — [4- [l- (4, 5 Kn- 3 h- fn-;i/- 2 

2 &$Et& ( 0 . 3 8 g ) £ 3 N %gg (1 0ml) \Z&M U 6 0'Ct4 
J$Lfc„ S^Sr^M^T^SPLfe^, iJ±TlHt, ^iMHPLC (YM 
C-Pack ODS-A; YMC, : 1 5 %7iZ h - h U ;i//*K) 

ftfcaHJtJgHtt&lN (3ml) JC*»Lfc«, «£ET«8»«liia-H:fe. 

^ti^izmmvt^ mm^mizM-rziiiizxv.^mit^mo. 2 1 g cnx 

*5 9 %) Srifii^Ifti: btfft. 

[0 3 2 2] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.68-1.80 (2H, m) , 2.00-2.13 (4H, m) 
, 2.96 (2H, t, J=8.0), 3.46-3.72 (5H, m) , 3.83-3.92 (1H, m) , 4.20 (2H, s 
), 4.45 (2H, d, J=5.5), 4.67-4.73 (1H, m) , 6.45 (1H, dt, J=16.0, 5.5), 6 
.54 (1H, d, J=16.0), 7.04 (2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, 
t, J=8.0), 7.71(2H, d, J=8.0), 7.90 (1H, s) ; 
IR (KBr, cm -1 ) : 1733, 1672, 1347, 1155. 

N- [3- (3 -T ^ VJ 7 -2 - (E) -^D^-JL- 

] — N — [4 — [ 1 — (2, 3, 4, 5 -7- h5t KntTU V>- 6 - J )l) hf* 

'Ji?>-4-^;w^j/]7ii;H^/b77 : E^i/S|if;i/ 2i&m& (Mm 

it^m s 2 ) 

9 (a) T?*#e>*lfcN- [3- ( 3 - 7 ^ VJ 7 i — ;b) - 2- (E 
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) -yn^-;H -N- [4- (bf^u ->f 7i-;i/] 

77^^ ;i/Sf^X^;i/ 2&g?f& (0. 5 0g-) fel*;-^ (5ml) ICjlff 

u 'sat?, >? • -fvnv-vny • t> K • yn^>-^>-x • >r 

>^-^-i/3^-;b, ^24t, mi47H (1 9 9 2^) [Org. Prep. Proced. 
Int., 24, 147 (1992)] lCfE«©#i£&Cfi£VM^ U > - 2 -*y J: y-^JSRStl 
fe6-Xhdp2/-2, 3, 4, 5-fh7tKDlf'Ji?> (0. 3 1g) Mb 
'Jxfjb7O.(0. 6 0ml) ZiUZ.. mUT*4BmmWLfro fcJ&mZffifc 
Tlllf-t, ^MHPLC (YMC-Pack ODS-A; YMC, mmmM : 2 5% 
7tb-hU^/*) T?»58Lfe. » £*i£4S5g7£@#S:x# y (25ml 
) KBMSPU 4N *ft**S>***>** (2ml) 5:*D^fe#, ><l$J±Tmm 

. 2 7 g (IK^4 7%) 
[0 3 2 3] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.65-1.78 (6H, 
m), 1.99-2.07 (2H, m) , 2.68-2.72 (2H, m) , 3.29-3.36 (2H, m) , 3.44-3.55 ( 
2H, m), 3.70-3.90 (2H, m) , 4.20 (2H, q, J=7.0), 4.34 (2H, s) , 4.44 (2H, 
d, J=5.5), 4.68-4.74 (1H, m) , 6.44 (1H, dt, J=16.0, 5.5), 6.55 (1H, d, J 
=16.0), 7.03 (2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.55 (1H, t, J=7.7Hz), 
7.68-7.73 (2H, m) , 7.88 (1H, s) ; 

IR (KBr , cm" 1 ) : 1738, 1674, 1637, 1351, 1157. 
(3SJ6#i6 2) N — [3- (3-7^;7z-W -2- (E) -^U^-Jl 
] — N — [4 — [ 1 — (2, 3, 4, 5 -7- h^fc: Kn tTU Vy- 6 --f;b) tf^ 

U Vy-4 7i-M^77 : E^i/ifi! 2J&^t& (M^-fti^ 

§#5 8 6) 

H»J6 1 T?f»e>ftfeN- [3- (3-7v>V7i-Jb) - 2- (E) 
D^x;b] -N- [4 - [1- (2, 3, 4, 5-rh5t:FDtf'Ji;>-6- 
>f;i/) fcf^U 4 --f;i/ ;T3fS/] 7^x;i/] r^e-f 2 

(0. 76g) (3NSl(15ml) tCjgJBU 6 0°CT*6B#ram# 
L£„ JK^^^M^T'^U^:^, «JEET*!»U tiMHPLC (YMC- 
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Pack ODS-A; YMC, &&&& : 2 0 %7t h - h U;V/*) t«bfc 0 *§£*l 
fc*€J5i#fciN &m (5ml) JC*j»Ofctk «ffiT«»«lHS*fe. ^ 
ti&zKtciBJBLfcffe, mi{:#trtCJ:y, «ffift^»0. 6 0g (jfttfs 
8 3%) fejdlftjtol^I^aUtfffe. 
[0 3 2 4] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.65-1.78 (6H, m) , 2.00-2.07 (2H, m) 
, 2.68-2.71 (2H, m) , 3.30-3.55 (4H, m) , 3.70-3.87 (2H, m) , 4.21 (2H, s) , 
4.45 (2H, d, J=5.5), 4.67-4.73 (1H, m) , 6.45 (1H, dt, J=16.0, 6.0), 6.5 
5 (1H, d, J=16.0), 7.03 (2H, d, J=9.0) , 7.39 (2H, d, J=9.0), 7.54 (1H, t 
, J=8.0), 7.67-7.73 (2H, m) , 7.87 (1H, s) ; 
IR (KBr, cm -1 ) : 1734, 1674, 1637, 1348, 1156. 
(Mtfoffl 6 3 ) N- [3- (3 -T^ VJ 7x-^) -2- (E) -^UK-Jl 
] -N- [4- [1- (3, 4, 5, 6-f h7tKn-2H-71f^>-7- 

>f;i/) \^s<v vy- 4 -4 ji***/] -7il—}1] x;b7? ; E'f;i/SSl3:fA 2 
(M^tt^§# 8 3) 
HJ&M5 9 (a) T'ffe>4xfeN- [3- (3-7^V7i - 2- (E 

) -^D^l] -N- [4- (kX'Ji?>^4-^M^ri/) y x.—)^ xfr 
7 7^^»g|Xf;b (0. 5 1 g) ^X^7-;i/ (5ml) c^i 

U &UT\ 7 -*h*i/~3, 4, 5, 6-fh7tKn-2H-7flf> ( 
0. 34g) MMJifJb7^> (0. 6 Oml) &in;U WiBT?l 8B£HS| 
*$L£o jRj&JR&WJEETiSiltOfclfL ^S^^HPLC (YMC-Pack ODS-A; YM 

c mmmm: 2 5%y-feh-hu;i//7fo vmmLt=. a m^nr^m&mm^ 

(5ml) IC&flSU 4N mt7kmi?**r-V-y&WL (1ml) ZtU 

7Lfc$k. m&rmmnm^^t^o zti^mzmm^t^ mmm.m^-tz.^z 
<tu> mMk&mo. 14 g (jjx^2 4%) zm&mfeMmfa£.^Tm~o 

[0 3 2 5] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.46-1.76 (8H, 
m), 2.01-2.10 (2H, m) , 2.86-2.89 (2H, m) , 3.45-3.50 (2H, m) , 3.57-3.70 ( 
2H, m), 3.85-3.97 (2H, m) , 4.20 (2H, q, J=7.0), 4.34 (2H, s) , 4.45 (2H, 
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d, J=6.0), 4.70-4.76 (1H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J 
=16.0), 7.39 (2H, d, J=9.0), 7.54 (2H, d, J=9.0), 7.54 (1H, t, J=8.0Hz), 
7.69-7.73 (2H, m) , 7.90 (1H, s) ; 
IR (KBr, cm -1 ) : 1737, 1674, 1629, 1351, 1158. 

N — [ 3 — (3-7^i>V7i-;i/) -2- (E) -^U^-)l 
] -N- [4- [1- (3, 4, 5, 6 -T- h^t: FD - 2 H-Tif 7 - 

-f;i/) tf^'J 4 ->f;i/^-dr^] 7x3] X;!/??^^^!! 2i&^i& 

(M*Htiir#/## 5 8 7) 

HSfeM6 3 T*#£>*l£N- [3- (3 -T^ VJ 7^—11) - 2- (E) - ;7° 
U^—JV\ -N- [4- [1- (3, 4, 5, 6-fh7t Kn-2H-7^t^ 

2&®?& (0. 9 6 g) 1:3 N %gft (25ml) fC&j#L, 6 0°CT* 6 

C (YMC-Pack ODS-A; YMC, &ffl&& : 20%T-feh-hU "e«3Sbfc 

. ft6ftfe*^H#iiN jgsft (5mi) izmMLt=.%k, ffi&Tmmmmz 

g (JR^5 9%) ITHfc. 
[0 3 2 6] 

X H NMR (400 MHz, DMSO-dg) S ppm : 1.53-1.64 (4H, n) , 1.68-1.77 (4H, m) 
, 2.02-2.10 (2H, m), 2.86-2.88 (2H, m) , 3.45-3.50 (2H, m) , 3.56-3.70 (2H 
, m), 3.78-3.97 (2H, m) , 4.21 (2H, s) , 4.45 (2H, d, J=6.0), 4.69-4.75 (1 
H, m), 6.45 (1H, dt, J=16.0, 6.0), 6.55 (1H, d, J=16.0), 7.04 (2H, d, J= 
9.0), 7.40 (2H, d, J=9.0), 7.54 (1H, t, J=7.5), 7.69-7.72 (2H, m) , 7.90 
(1H, s) ; 

IR (KBr, cm" 1 ) : 1733, 1677, 1629, 1344, 1154. 
(M1&M6 5) N- [3- (3-7^;7i-;i/) -2 - (E) -^D^3 

] -N- [4- [l- (4, 5 -pm Ka- 3 H-trn-;b- 2 ->r;i/) tr^u 
yy- 4 ->r;i/^-^p^] -3-^fjV7i^] *;i>7 r^e-f ;H£Iftx^;i/ 2 

mmm. (m^t&mm^ 5 3 ) 
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[0 3 2 7] 
[ft 2 1 ] 




[0 3 2 8] 

(a) N- [3- (3-7v>V7i-Jl/) -2 - (E) -z/W*—)]/] -N- 

Mex^;i/2&^J& 

l l 2T*#^ti7cN- [4- ( i - t -:/h3rS/#;i/zK^;i/H°^y yy 

- 4 - J )l**ri/) - 3 -if;i/7i^b] — N — [3- ( 3 - 2/7 ^ 7 * 

) -2 - (E) -:/n^.-;i/] r^e-f jvmm^jv (l. 9 0g) 

na*#> (40ml) JBlX$x.9J-JI (4 0ml) <D*B#iS&JCi8A¥ U 

lim 9%®.*^* S -)l (4 5ml) IC«#U igftT^^-^A^M ( 
0. 3 4 g&#l 5mlJCi§») fttf 2 8%7> i E-7* (0. 64ml) ^» 
^.fc*, ifit'13©FMbfc 0 ,££fc»C4N *ft3fc*s;*^ JO 
8SJEETSMI&U ^iMHPLC (YMC-Pack ODS-A; YMC, ^ffi^ 

: 2 0%7-fe h y;i//jjc) W e> tife^j^Hfr & ^ # y ( 

2 0ml) tC$g#U 4N ^fb>!K0^X^;i/^?R (1ml) &;fin2.&«L 
£ET««lttliia«*ii:lcJ:y, *WB<ffr£*i . 3 6g (iK§p7 3%) 

[0 3 2 9] 

J H NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.87 (2H, m) , 2 
.10 (2H, m), 2.17 (3H, s) , 3.07 (2H, m) , 3.17 (2H, m) , 4.20 (2H, q, J=7. 
0), 4.33 (2H, s), 4.44 (2H, d, J=6.0), 4.65 (1H, m) , 6.44 (1H, dt, J=16. 
0, 6.0), 6.56 (1H, d, J=16.0), 7.05 (1H, d, J=9.0), 7.24 (1H, dd, J=9.0, 
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2.5), 7.29 (1H, d, J=2.5), 7.54 (1H, t, J=8.0), 7.71 (2H, m) , 7.90 (1H, 
s) ; 

IR (KBr, cm -1 ) : 1738, 1675. 

(b) N — [3- (3-7^;7x-^) -2 - (E) -zfn^-JV] — N — 

[4- [l- (4, 5 -vm Kn- 3 H- tfn-;i/- 2 -4 ;v) 

Mt&me 5(a) T'#!b*l£:N- [3 - (3 VJ V x.~JV) - 2 - (E 

) — zfu K—JVl -N- [3-^^-;i/-4- (tf^U 4 — -f/l/^^rS/) 7 

x n;i/.] X^77^>f^B8llf^ ( 7 0 0 mg) &:n# >> (15ml) fC 

• >f > # — 3 I24#, fl47l (1 9 9 2$) [Org. Prep. Proc 

ed. Int., 24, 147 (1992)] tC|B«©^^{C^V> 2 - If U V V J > <fc U *l 
£5-* |>df$/- 3, '4-£?h: KD- 2 H-bfn-;i/ (4 0 5mg) Wb'Jx 
^;i/T^> (0. 5 7ml) SriDx., muv-mmwhr=. a fcJ&WLZffi&Tmm 

^iMHPLC (YMC-Pack ODS-A; YMC, &&&& : 2 2%Tth 

15 1 mg£:n#7-;i/ (4ml) tC?§fl?U 4N &fb*5&s; IS* (' 

2ml) «BET«»ttHS*fe. r*l&*tC»#Ufeft, 

iC#f- iilCi: »J, «S!ft^«ll5 7mg (t$6 6%) U 

[0 3 3 0] 

J H NMR (400 MHz, DMS0-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 1.72-1.85 (2H, 
m), 1.98-2.14 (4H, m) , 2.16 (3H, s) , 2.96 (2H, t, J=8.0), 3.46-3.81 (6H, 
m), 4.20 (2H, q, J=7.0), 4.33 (2H, s) , 4.44 (2H, d, J=6.0), 4.73 (1H, m 
), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.07 (1H, d, J=9.0) 
, 7.24 (1H, dd, J=9.0, 2.5), 7.29 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7 
.69 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ; 

IR (KBr, cm" 1 ) : 1738, 1671, 1350, 1157. 
(HJ6M6 6) N- [3- (3-7v^V7i-;i/) - 2- (E) -zfn^-)V 
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] -N- [4- [l- (4, 5-ytKa-3H-tfa-jy-2-^f;i/) tf^u 

(fflTjklt&m^ 5 5 7) 

[0 3 3 1 ] 
[ft 2 2 ] 



[0 3 3 2] 

HSfeM6 5 (b) -e#«b*l£N- [3 - (3 - 7?y;7i-;V) - 2 - (E 
) -ya/^-;i/].-N - [4- [1- (4, 5 KO- 3 H-tfD-;i/- 2 
->T;i/) tf^U 4 -4 JVyt^ri/l - 3 - **)iy ^JV^T^4 JV 

mm^JV (409mg) ^4N m.Wt (1 2ml) lCi£8?U 7 01CT?2^|SI 

YMC-Pack ODS-A; YMC, : 1 7%7t h-MJ^/*) TfWSLfc. ?# 

&nfeiii)t^i#&iN i&sa (iomi) fc»«PLfeife, m&rmm^m^^ 

fc. £*l*:3!Mc*#bfctk WI§«5*K:#-ria:JCj:»J, lfifb^tt2 6 6mg 
(JR^6 0%) ^^Mlfttltffc. 
[0 3 3 3] 

X H NMR (400 MHz , DMSO-dg) 8 ppm : 1.72-1.86 (2H, m) , 1.97-2.14 (4H, m) 
, 2.16 (3H, s), 2.96 (2H, m) , 3.47-3.80 (5H, m) , 3.72-3.82 (1H, m) , 4.19 
(2H, s), 4.44 (2H, d, J=6.0), 4.72 (1H, m) , 6.44 (1H, dt , J=16.0, 6.0), 
6.56 (1H, d, J=16.0), 7.06 (1H, d, J=8.5) , 7.25 (1H, dd, J=8.5, 2.5), 7 
.29 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, 
d, J=8.0), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1733, 1672, 1347, 1155. 
(HJ6M6 7) N- [3- (3-r^;7iUl/) -2- (E) -^U^-Jl 




17 8 



ftliE# 2002-301 1469 



#2001—107615 

] -N - [3 4 - [ 1 - (2, 3, 4, 5 --f KDfcT U S?>- 6 

->T;U) tf^yi?>-4->fM^i/]7i-Jl/]^;i/7r : E^ibWxf;i/ 2 

(«j*fl:£*#-3 5 4 ) 

IIK6 5 (a) vn^fttzN- [3- (3-7^/71-^) - 2- (E 
) -zfn<<=.;v] — N — C3-^^;i/-4- (if s;>- 4 ->f */) 7 
xfryr'ZJ JiWm^Ji (7 3 0mg) £x#y-;L/ ( l 5 m 1 ) ic 
mML. ^iST% • 7"l/^u-i/s> • yy K • ^ni/-i/>-X 

• J y 31-J\s, H24t, 11 4 71 (1 9 9 2^) [Org. Prep. Proc 

ed. Int., 24, 147 (1992)] tC|S«©*iSlC^VM^ * U S>> - 2 - *y J: »; 
Stlfe 6 -X h=^>- 2, 3, 4, 5-fh7tFDtf'Ji;> (4 8 2mg) S 
tfhUif;i/r^ (0. 5 9ml) *l1&7L. MT'2HWlfc 0 
«jET««80fclfc, itmHPLC (YMC-Pack ODS-A; YMC, : 2 

8%rth-h'J^/*) ^»S8Lfe. #e>*ifc&U£0@#;£x# y (6m 
1) lC?gfl?U 4N (0. 3 9ml) &#D;i£^, M 

M3 3 1mg (4X^3 6%) ^*fi*^^tLT#fc„ 
[0 3 3 4] 

h NMR (400 MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0), 1.64-1.70 (6H, 
m), 1.96-2.08 (2H, m) , 2.16 (3H, s) , 2.70 (2H, t, J=6.0), 3.25-3.37 (2H, 

m), 3.46-3.83 (4H, m) , 4.20 (2H, q, J=7.0), 4.33 (2H, s) , 4.44 (2H, d, 
J=6.0), 4.73 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 
7.06 (1H, d, J=9.0), 7.24 (1H, dd, J=9.0, 2.5), 7.29 (1H, d, J=2.5), 7.5 
5 (1H, t, J=8.0), 7.70 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.90 (1H, s) 

* 

IR (KBr, cm -1 ) : 1738, 1674, 1637, 1351, 1157. 
(H5feM6 8) N — [ 3 — (3-7v^7i-;i/) -2 - (E) -^U^-JV 
] — N — [3-*^;i/-4- [1- (2, 3, 4, 5 —f h^fc Ko tf U 

6->f;i/) tr^y *Jy-± -4 7. )v ~7 r =e >f KB m 2m. 

mm. immfo&mm* 5 5 8) 
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7T?»e>nfcN- [3- (3-7v^V7x —JV) -2- (E) -7° 

n^~;i,] -N- [3 -**;v- 4 - [1- (2, 3, 4 , 5-^h^t:Kntf 
V*?y-B-4Jb) Vivify- 4 ^^7?^^;^ 

WtttA/ 2&flft% (2 6 5 mg) & 3 N ( 1 0 m 1 ) lC?£fl¥U 6 0 °C 

PLC (YMC-Pack ODS-A; YMC, : 20%7th-h'J ;i>/7k) T'WIS 

#6nfe**^ifltfciN (8mi) jc*jWL/fc«, mmrmmn 

6g OR* 9 3%) fejfcft*Jt^I#i:L,T#fc. 
[0 3 3 5] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.64-1.82 (6H, m) , 1.96-2.08 (2H, m) 
, 2.16 (3H, s), 2.70 (2H, m) , 3.33 (2H, m) , 3.46-3.83 (4H, m) , 4.21 (2H, 
s), 4.44 (2H, d, J=6.0), 4.73 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.56 
(1H, d, J=16.0), 7.05 (1H, d, J=8.5), 7.25 (1H, dd, J=8.5, 2.5), 7.29 ( 
1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1H, d, J= 
8.0), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1733, 1676, 1637, 1347, 1156. 
(»J6 9) N — [3- (3-7v>V7i-il/) -2- (E) -y°U^-Jl 
] -N- [3 -**)l-4 - [1- (3, 4, 5, 6-fh7tFD-2H-7 
if tf>- 7 ->r;i/) fcf^U sty- 4 -4 )i**ci/~\ 7 xjvy r ^4 JVM 

m^Jl 2 (MB4t&®&^ 5 5 ) 

^*W6 5 (a) T*f#«b*l7cN- [3- (3-75i/V7 x. — ;i/) -2 - (E 

) -7*n^-;i/] -N- 13-** n,- 4- (tr^y 4 --r;i/7h^s/) 7 
x— ;u] ^;b7 r^E-f ;i/BtKx^;i/ (6 4 0 mg) J -ji ( 1 2 m 1 ) iz 

mmh. ^^T% 7-*h*rSs-3, 4, 5, 6 --r h 9 fc. Kn - 2 H - T 1=ft? 
> ( 3 4 8 m g ) h U x^;i/7 ^ > ( 0 . 2 6ml) &#nx., IH?ST* 2 . 5 
BIBHK#Lfc. fiJS*&i*ffiT«»Lfctk »JS^«HPLC (YMC-Pack ODS 
-A; YMC, 2 0%Ti2 h-hU;i//7K) T*!»8gL£„ 

@#£x#y-;i/ (5ml) KigJBU 4N mt*mS?**Vy&m (0. 4 
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2mi) ztoTLtc®., »jEET««iKHa*fc- mtsnm 

fCtfiTr £JC«fc U, 3 6 mg (IK$4 0%) 

[0 3 3 6] 

*H NMR (400 MHz, DMSO-dg) 5 ppm : 1.23 (3H, t, J=7.0), 1.52-1.64 (4H, 
m), 1.68-1.82 (4H, m) , 1.98-2.09 (2H, m) , 2.17 (3H, s) , 2.87 (2H, m) , 3. 
48 (2H, m), 3.65-3.75 (2H, m) , 3.77-3.88 (2H, m) , 4.19 (2H, q, J=7.0), 4 
.33 (2H, s), 4.44 (2H, d, J=6.0), 4.74 (1H, n) , 6.44 (1H, dt, J=16.0, 6. 
0), 6.57 (1H, d, J=16.0), 7.06 (1H, d, J=8.5), 7.25 (1H, dd, J=8.5, 2.5) 
, 7.28 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.72 (1 
H, d, J=8.0), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1675, 1628, 1351, 1157. 

immmi o) n- [3- {z-r^vj 7x^) -2 - (e) --ju^—jv 

] — N — [3 4 - [1- (3, 4, 5, 6-fh7tKD-2H-r 

m 2m.mm. («^^«##5 59) 

MMM 6 9 "C^e>tlfcN— [3- (3 -T^ VJ Z7 - 2- (E) ~zf 

n^-;p] — N — [ 3 4 - [ 1 - (3, 4, 5, 6-fh7tFn- 

^4 Jimm^/V 2m.Wli& (33 5mg) ^3N igift (1 Oml) izmML 

Sr^flSlH PLC (YMC-Pack ODS-A; YMC, ^ffi^^ : 2 0 %y-fe h — h <J ;i//^K 
) -eflMSL-fc. fc&ftfefcfcJ&Htt&lN i&gg (10ml) tC»»Lfe«, M 
ETiM^fe. zn&*lc*#Ufctk W»«*KH?f'rii:JC* U, «SB 
M 2 5 8rag (jR*|§8 0%) !:^i^@«:i:lT#fc„ 
[0 3 3 7] 

X H NMR (400 MHz, DMS0-d g ) S ppm : 1.53-1.65 (4H, m) , 1.68-1.84 (4H, m) 
, 1.98-2.10 (2H, m), 2.16 (3H, s) , 2.88 (2H, m) , 3.44-3.53 (2H, m) , 3.62 
-3.93 (4H, m), 4.19 (2H, s) , 4.40 (2H, d, J=6.0), 4.74 (1H, m) , 6.44 (1H 
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, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.05 (1H, d, J=9.0), 7.26 (1H, 
dd, J=9.0, 2.5), 7.29 (1H, d, J=2.5), 7.55 (1H, t, J=8.0), 7.69 (1H, d, 
J=8.0), 7.72 (1H, d, J=8.0), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1732, 1676, 1628, 1348, 1156. 
(HJ6M7 1) N- [3- (3 -T *V J 7 -2 - (E) -y°U^-)h 

] — N — [3 -iMWi^JJl- 4 - [1- (4, 5 -VM Kn- 3 H- b?D-;i/ 

;i/ 2 i&g£i£ (#!f^^#«#9 13 7) 
(a) N — [3- (3-T<PJ7^-Jls) -2 - (E) -y°U^.—JV\ -N- 

[3 -*^>f ;i/-4 - (tf^U 4 --r;i/^-^ri/) 7i-M jwi^t 
##M i i 9 T#e>tifcN- [4- ( i - t -zfb*isj}ji-tf—ji¥s<v yy 

- 4 -4 - 3 -fiJlA^^f ;b7i-;i/] — N — [3- (3-2/7V7 

i^;i/) - 2- (E) -yn^<n;b] ^;b^T ; E-r;i/it^X^-;L' (2. 4 0g) 
^;'^DD^> (2 0ml) &t>*:n# y (2 0ml) <D&-&&mizmMls 

*«ffiT»«iLfeii, j -ji (20 ml) jc&#u mtry 

=Z-Vl±7kmWL (0. 50g^*5ml IC^fl?) 2 8%T>^-T* ( 1 . 
10ml) SrSD^felfe, Sjat'13HriSttbfe, ££«fci*ffiTJil»Lfeik' 
^t^^HPLC (YMC-Pack ODS-A; YMC, ^ffitl : 1 5%7th-h'Jjl/ 
/*) TfffifSSOfc. »b*lfe*l^@#S:x^y-;i/ (2 0ml) Kig#U 4 
N &tt7Rfftrax?-;i/?t?& (0. 9 0ml) fcilJAfcfL «jBET»#8«Ha-a: 
SrhtCi:»J, SCIS-fb^O. 60g (JK^2 5%) ^fi^ifttbtf 

[0 3 3 8] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.85-2.00 (2H, 
m), 2.05-2.20 (2H, m) , 3.00-3.10 (2H, m) , 3.15-3.25 (2H, m) , 4.20 (2H, q 
, J=7.0), 4.38 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, a), 6.45 (1H, dt, 
J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.24 (1H, m) , 7.50 (1H, m) , 7.54 (1 
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H, m), 7.65-7.75 (3H, m) , 7.90 (1H, m) ; 
IR (KBr, cm -1 ) : 1736, 1671, 1658. 
(b) N — [3- (3-7^^7xiJl/) -2 - (E) -zfW<—)\,] — N — 
[3 -jjJlA^j JV- 4 - [ 1 - (4, 5-i?tKD-3H-^D-;i/-2-^ 

Ummi 1 (a) -e#£#l£N- [3- (3 — T ^ i?/ 7ii;i/) -2 - (E 
) -^n/^-;i/] -N- [3 -#;bA=E-f ;v- 4 - (^^'Ji/'>-4->f;i/t^ 
5/) 7xiM ^JP77 : E'f;Hti!lf;i/ ( 5 0 0 mg) ^ (15m 

i) izmML. /7 • -jis^v-i/ny • r> k • -juv-v 

■V-X • >^-^~^3^-;i/, ^24i, H147I (1992 ^f) [Org. Prep 
. Proced. Int., 24, 147 (1992)] &CfB«CD#i£fCfi£VN 2 - tf n U 2>V > J: U it 
/&$*l7c 5 h3fS/- 3 , 4 KD - 2 H-t°n-;i/ (3 4 0mg).Jtf 
h>JXf^>> (0. 7 7ml) IH^T— llflbfc. Jxmm*ffi& 

ym^Vt^ ^iMHPLC (YMC-Pack ODS-A; YMC, ?gffi^ : 1 5% 
Tizh-hU;i//7K) T'MISLfeo ti^&j^Sttfcx* > -JV (5 ml) 
izmML, 4N ^7K^^^^rif>^^ (0. 5 0ml) MffiT 

is^B^ts^^ci'j, mm&m* 2 0 mg (^67%) fc^**^ 

[0 3 3 9] 

X H NMR (500 MHz, DMSO-dg) 6 ppm : 1.23 (3H, t, J=7.0), 1.80-1.95 (2H, 
m), 2.00-2.15 (4H, m) , 2.96 (2H, m) , 3.45-3.55 (1H, m) , 3.55-3.65 (1H, m 
), 3.61 (2H, m), 3.65-3.75 (1H, m) , 3.75-3.85 (1H, m) , 4.20 (2H, q, J=7. 
0), 4.37 (2H, s), 4.47 (2H, d, J=6.0), 4.86 (1H, m) , 6.44 (1H, dt, J=16. 
0, 6.0), 6.58 (1H, d, J=16.0), 7.28 (1H, d, J=9.0), 7.51 (1H, dd, J=9.0, 
2.5), 7.55 (1H, t, J=8.0), 7.68 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7. 
77 (1H, d, J=2.5), 7.87 (1H, s) ; 
IR (KBr, cm -1 ) : 1737, 1670. 
(HS6M7 2) N — [3- (3-7^^V7i-;i/) - 2- (E) -^U^-Jl 
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] -N- [3 -iJjVA^^fJV-A - [1- (4, 5 KD- 3 H-^U-JV 

-2-j)i) tf^D 4 ->f;b 7x.—;v~\ xfry r^j jVWfWt 2 

£&% («3a%ffc^«#* 6 4 1) 
[0 3 4 0] 
Ut 2 3 ] 



[0 3 4 1] 

H»J7 1 (b) T*#<3*l£N- [3- (3-Tv^;7i-Jl/) - 2- (E 
) -^nK-;i/] -N- [3 -mvA^J - [l- (4, 5-^'tKn- 
3 H-tfn-;u- 2 ->r;i^) t°^u 4 --r;i/^-^r^] 7x^;b] 7/1/7? 

^4 Jvmm^Jb 2t&^l& (380mg) £ 3 N &m (1 2ml) (C^^L 

MHPLC (YMC-Pack ODS-A; YMC, : 1 3%7tb-M' )l>/ik 

) "e#i^tfe 0 f#e>*l£&j£7£®#£: 1 N fftfiK (1. 2ml) (5ml 
) «ffiT«l»ffiHS-tirSii:»CJ:*;, «Kft^*2 4pmg (JR 

$6 5%) &Mi^i#:tLt#fe 0 
[0 3 4 2] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.80-1.95 (2H, m) , 2.00-2.15 (4H, m) 
, 2.96 (2H, m), 3.45-3.55 (1H, m) , 3.55-3.65 (1H, m) , 3.61 (2H, m) , 3.65 
-3.75 (1H, ■), 3.75-3.85 (1H, m) , 4.24 (2H, s) , 4.47 (2H, d, J=6.0), 4.8 
5 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0) , 7.28 (1H, d 
, J=9.0), 7.52 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.67 (1H, d, J 
=8.0), 7.72 (1H, d, J=8.0), 7.77 (1H, d, J=2.5), 7.86 (1H, s) ; 

IR (KBr, cm" 1 ) : 1731, 1670. 
(MMffl 7 3 ) N- [3- (3 -T^ VJ 7i-;i/) -2 - (E) -zfU^-JV 
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] — N — [3 —JjJlA^'i /\/— 4 — [1 — (2, 3, 4, 5 -t* h 9 K O tf U 

JV 2 («ia*fl:-&«#* 13 8) 

HJ6M7 1 (a) T*#£*l£N- [3- (3-7^i;;7x^) -2- (E 

) -^a^—jv] -N- [3 -^j;i/A^E-r;i/- 4 - (tf /^U 4 ->f 

£/) 7iiil/] JTJl/^y^E-f ;i/@t^x^-;i/ (5 00mg) £x# y - (15m 

i) izmmv. mux% ? - ?uAu-i/3> - ry\* • zfn*/-p 

^-X->f>^-ti/3t;k ^24i, I147I (19 9 2fp) [Org. Prep 
. Proced. Int., 24, 147 (1992)] lC|B«<Z>;£&lCt£VMf ^ U *Jy - 2 -;*"><}: 
y^Snfe 6 -x h3fS/- 2, 3, 4, 5 -T- h^t: Kn tf'J (3 6 0 m 
g) Mh'JxW*> (0. 7 7ml) &fln*., mUT—mMWLfc e fcJ& 
0>i!fT#5gV^«>, 6-lhdpi/-2, 3, 4, 5 - -x" h 5 t K n ti° U ^ > ( 6 
30mg) Mh'JxW5> (0. 7 7ml) fcflP;*., ^ISt'lBISiffL 
fcffc, 6-xhdp>>-2, 3, 4, 5-fh7tKDlf'Ji?> (3 2 0mg) ^ 
tfhyif;i/75> (0. 3 5ml) ZDUtl. 3 1 BWSl*PLfc. M 

/S?K&«JET««Bl/fc&, iiMHPLC (YMC-Pack ODS-A; YMC, ?§ffi?£ 

1 5%7th-h'j;i//*) -e*t§gL£ 0 mbtit~mfemmfcz^* ; -)i 

(6ml) lC?§fl?U 4N ttft*3RS;***>»»[ (0. 2 5ml) fcflO/Lfc 
*£ET«*ttHS«*^i:JCj:»i, Iffift^ft 2 0 0 m g 0K*S3 1%) £ 

[0 3 4 3] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.24 (3H, t, J=7.0), 1.65-1.90 (6H, 
m), 2.00-2.10 (2H, m) , 2.70 (2H, m) , 3.34 (2H, m) , 3.40-3.60 (2H, m) , 3. 
70-3.85 (2H, m), 4.21 (2H, q, J=7.0), 4.37 (2H, s) , 4.48 (2H, d, J=6.0) , 
4.87 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.28 (1 
H, d, J=9.0), 7.52 (1H, dd, J=9.0, 3.0), 7.56 (1H, t, J=8.0), 7.68 (1H, 
d, J=8.0), 7.73 (1H, d, J=8.0), 7.78 (1H, d, J=3.0), 7.86 (1H, s) ; . 
IR (KBr, cm" 1 ) : 1737, 1673. 
(MMffl7 4) N- [3- (3-75^/71-;!/) - 2- (E) -?U — 
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] — N — [3 -JjllA^J )l- 4 - [1- (2, 3, 4, 5-fh5t KDlf'J 
6 --f ;t/) fcf/<U S?>-4 ->f ;i/7|-dri/] 7i-;i/] ^^7 7=E^Mfi 
2 £gft% («a*flS-£<»## 6 4 2) 

§£»!I7 3 T?»£*lfcN- [3- (3 -T ^ i>V :7i^;i/) - 2- (E) 
□ ^ — ;b] — N — [3 -ijJ]/A^^( JV- 4 - [1- (2, 3, 4, 

^nimm^ji 2mm^ (2oom g ) & 3 n js^ (2 0 m 1 ) tc$g#u 

6 0iCt3^riI^lfc o M*-C#SPLfcflL «jET*«fU 

PLC (YMC-Pack ODS-A; YMC, ?£ffi?§2£ : 1 3 %7iZ h~ h U ;i//7fO 
T*¥f|gL7i 0 *§e>ftfc&j£j£@#& 1 N fiM (O. 9 ml) lC*S#Lfcffc, M- 
j±Tl«^@$tSr^lCj:U, *BB-ffc#« 1 3 7 g 0Rap7l%) 

[0 3 4 4] 

h MR (500 MHz, DMSO-dg) 6 ppm : 1.65-1.90 (6H, m) , 2.00-2.10 (2H, m) 
, 2.69 (2H, m), 3.34 (2H, m) , 3.40-3.60 (2H, m) , 3.70-3.85 (2H, m) , 4.24 
(2H, s), 4.47 (2H, d, J=6.0), 4.86 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 
6.57 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.52 (1H, dd, J=9.0, 3.0), 7 
.55 (1H, t, J=8.0), 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.77 (1H, 
d, J=3.0), 7.86 (1H, s) ; 
IR (KBr, cm" 1 ) : 1731, 1674. 
(IH7 5) N- [3- (3 - T 5. is J 7x3) -2 - (E) -^U^-JV 
] — N — [3 -^j;i/A=E-r;i/-4 - [1- (3, 4, 5, 6-fh5tlKn-2 
H-7W>- 7 ->f )h) hf/^U *Jls-4 -jfrjt*ci/~\ y^L-Jll ^77? 

jjimm^ji 2&m& m^it^mmm 39) 

MMffl 7 1 (a) T'm*>nf~N- [3 - (3 -7$i?S 7i-Jb) - 2 - (E 
) -^n^-;i/] — N — [3 -*;i//t^>r^/- 4 - (tf/<y 4 -JjiTt* 
*/) 7i-Jl/] ^l/^T^E-f ;Hf^:n^;i/ (4 0 0 mg) £:r# y ( 1 0 m 
1) IC»j»U Ifflt, 7-*h*ri/-3, 4, 5, 6-fh7tKa-2H- 
7-feft?> (2 8 Omg) S.t>*hUx^;i/T^> (0. 31ml) &M?L. l^fiT 
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-mmwLtcc jxfo<Dmftfm^t~#)> 7-*h3p>>-3, 4, 5, 

H KO- 2 H-Tiftl°> (2 8 Omg) M'h'Jxf;^^ (0. 3 1ml) 
£#0*, 3£IC4 O^T'l 2l*raa#p.Ufe*, ^MT'-MttLAc 0 
ffiTlilfet, ^ilMHPLC (YMC-Pack ODS-A; YMC, &&&& : 2 0 
%7th-h'J;i//*) T*«f§gL£„ #e>tlfe^^H^§:X^y-;i/ (5ml 
) JCi8#U 4N ^-fb*^^^^-b->^ (0. 2 0ml) Mffi 
TM3£@£-fr&3£&c«fc y, lEft^ftUOmg (Jfc*5 2 6 %) 

[0 3 4 5] 

*H NMR (500 MHz, DMSO-d g ) 6 ppm : 1.24 (3H, t, J=7.0), 1.50-1.65 (4H, 
m), 1.70-1.75 (2H, m) , 1.80-1.90 (2H, m) , 2.05-2.15 (2H, m) , 2.85-2.90 ( 
2H, m), 3.45-3.50 (2H, m) , 3.55-3.65 (1H, m) , 3.65-3.75 (1H, m) , 3.75-3. 
85 (1H, m), 3.85-3.95 (1H, m) , 4.20 (2H, q, J=7.0), 4.37 (2H, s) , 4.47 ( 
2H, d, J=6.0), 4.86 (1H, m) , 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J= 
16.0), 7.28 (1H, d, J=9.0), 7.51 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8. 
0), 7.67 (1H, d, J=8.0), 7.72 (1H, d, J=8.0), 7.78 (1H, d, J=2.5), 7.86 
(1H, s) ; 

IR (KBr, cm" 1 ) : 1737, 1672. 
(mMffl7 6) N- [3- (3 -T^ VJ y^-)\y) - 2- (E) -7"D^;i/ 
] — N — [3 -JJJIA=E'()V- 4 - [1- (3, 4, 5, 6-ft>7th*D-2 

H-r-fe? tf y- 7 --r;i/) tr^y *Jy- 4 ->r;i/ y^-jvi ^^77? 

Jjimm 2SM «^ff 6 4 3) 

mmm7 5T*m*>nr^N- [3- (3-t^V7i-ji/) -2 - (e) -zf 

Ul'-fl,] — N — [3 )l- 4 - [1- (3, 4, 5, 6-^h^fc 

Kn - 2 H-y-tfif >- 7 ->f ;i/) \?s<V V>y- 4 - J 7iUi/] ^ 

;i/77=E>f ;bBt^^^;b 2fM& (130mg) &3N %gft (10ml) JC 
6 0°CT'2^^M#Lfe o 5jSI$:Mit'^Lfet, MffiTMIL 
, ^if£:frJftHPLC (YMC-Pack ODS-A; YMC, mmm& : 12%7th-NU 
;i//7fO T'^Lfco #e>tlfe^?^@#:$: 1 N %K ( 0 . 2 5ml) 
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(5ml) tc»«?Ufe«, ffi&TmffinmtS-&ZZ*HZj:'>). *ffift^ft5 0m 
g (IR^4 0%) Sifei^ifttltife. 
[0 3 4 6] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.55-1.65 (4H, m) , 1.70-1.75 (2H, m) 
, 1.80-1.90 (2H, m), 2.05-2.15 (2H, m) , 2.85-2.90 (2H, m) , 3.45-3.50 (2H 
, m), 3.55-3.65 (1H, m) , 3.65-3.75 (1H, m) 3.80-3. 90 (1H, m) , 3.90-4.00 
(1H, m), 4.24 (2H, s) , 4.47 (2H, d, J=6.0), 4.86 (1H, m) , 6.45 (1H, dt, 
J=16.0, 6.0), 6.57 (1H, d, J=16.0), 7.27 (1H, d, J=9.0), 7.51 (1H, dd, 
J=9.0, 2.5), 7.54 (1H, t, J=8.0), 7.68 (1H, d, J=8.0), 7.72 (1H, d, J=8. 
0), 7.77 (1H, d, J=2.5), 7.88 (1H, s) ; 
IR (KBr, cm" 1 ) : 1732, 1674. 
(HMII7 7) N- [3- (3 -T ^ VJ -2 - (E) -^U^-JV 

] — n — [4- [l- (4, 5 -vm Kn- 3 H-tfn-;v- 2 -<4Jl) tf^U 
*Jy- 4 ->r;i/^-^r2/] - 3 - h »; 7;b**n*^;i/7x— ^jvyy^^f jvm 

wt^iv 2 i&mm. 109) 

[0 3 4 7] 
[ft 2 4 ] 




CF 3 -2HCI 



[0 3 4 8] 

(a) N — [3- (3 -7^ VJ 7 -2 - (E) -7"D^l/] -N- 

[4- (kf^u vy- 4 -^jv^-^y) -3-h'j7^D^f;b7i-;i/] * 

##$Ii 2 2T*#e>*ifcN- [4- ( i - t -yh* $/#;i/7ff— ;i/£/<y y> 
- 4 --r;i/^r^i/) -3-hU7^n^f^7i-;i/] - n - [3- (3-£/ 
7;7i-;i/) -2 - (E) -7°n^-;b] 7x;b7 r^^(jvm^^)v (2. 0 
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6 g) *V*7UU*Zy (50ml) RZ$3i* J-)l (25ml) ©iR^aSffltJC 

*fe*BETaH(IUfe«, JSaE&x* (4 5ml) JC»#U &ffc7>^- 

^AtK^ (0. 3 4 g £tK 1 5 m 1 IzmM) R&2 8%7>^-77K (0. 6 
3ml) ZtUZ-t^ 1 2B£l8ISC«Lfc. MJS»C4N ^bjJciRs;*^ 

-*>mm (2. 5ml) &Jn*.fc^ *fcET»*8U j^fimHPLC (YMC- 
Pack ODS-A; YMC, 2 5 %71z h - h V -CWSil/fc. #6*1 

# y (2 0ml) IC&flPU 4N ifefb*^^^-^^^^ 
WL (0. 5 ml) SjfiDAfelfe, «JBET«jfil<e® 3 i±£ 3 £ IC «fc U , «fBffc-&& 1 

. 2ig (jr^6o%) *m&mfei&mft}iLTmfc 0 

[0 3 4 9] 

J H NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.87 (2H, m) , 2 
.08 (2H, m), 3.11 (2H, m) , 3.33 (2H, m) , 4.18 (2H, q, J=7.0), 4.44 (2H, 
s), 4.50 (2H, d, J=6.5), 4.89 (1H, m) , 6.44 (1H, dt, J=16.0, 6.5)', 6.57 
(1H, d, J=16.0), 7.39 (1H, d, J=9.0), 7.55 (1H, t, J=8.0), 7.66-7.73 (4H 
, m), 7.85 (1H, s) ; 

IR (KBr, cm -1 ) : 1738, 1676. 
(b) N — [3- (3-7^;7i^) -2 - (E) -?V<-)V\ — N — 

[4- [l- (4, 5 -v\i Kn - 3 H-bfn-;i/- 2 ->f ;b) t?^y^>-4 

§HS£#!7 7(a) *^#e>*lfeN- [3 - (3 - 75i/V7i-M - 2 - (E 

) -7*d^] -N- [4- (tr^y e^>-4 ->r;i/^^e/) -3-h'j7;i/ 

*U*^jl?3i—J\/] T=E4 JlW%&X.^Jl> 2i&mt& (8 0 0mg) £x 

(2 0ml) tCi§#U ^T', ;*-#^i«y ? • ^ U - V a > • 7 
> K • 7"D i/-V*-X • >T >*-tS/3tM H24t, ^1471 (199 
2^) [Org. Prep. Proced. Int., 24, 147 (1992)] \iZfgM<tol5&\Z.fe\\ 2 - tf 

n y > <fc »;#«a*ife 5 h*S/-3, 4-^nKn-2H-tfn-;i/ ( 

3 7 0mg) Mh'Jif;b7^> (0. 8 7ml) £;&D;l, Hiat'-ilffb 
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t=. a fcJ&ftmfitfM^fcto. 5-*b*is-3, 4-i?tKD-2H-lfD-;i/ 
(1 2 Omg) Rtfb 'Jif;i/7^ y (0. 2 6ml) ZtiUz.. $^iC^T'4 

mmnwi^fc. fcfomiz4N ^it^mv^^^y^m^xt^ m&rmm 

U ^H^HPLC (YMC-Pack ODS-A; YMC, &&&& : 2 6%rth-h 

mm$tmzi£t~o zn^izmmL> mtsftmiztt-t ztiz&v* % mmt^m 

6 2 2 mg (JRSJ5 7 0 %) SjUlfi^Ifti: Itfffc. 
[0 3 5 0] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0), 1.82 (2H, m) , 2 
.00-2.15 (4H, m), 2.97 (2H, t, J=8.0), 3.53-3.64 (4H, m) , 3.72 (2H, m) , 
4.19 (2H, q, J=7.0), 4.45 (2H, s) , 4.50 (2H, d, J=6.0), 4.96 (1H, m) , 6. 
46 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.44 (1H, d, J=10.0) , 7. 
55 (1H, t, J=8.0), 7.67-7.75 (4H, m) , 7.90 (1H, s) ; 

IR (KBr, cm" 1 ) : 1739, 1672, 1353, 1144. 
(HJ6M7 8) N — [3 - (3 -T^ VJ 7x3) -2 - (E) -zfu 

] -N- [4- [l- (4,^ 5 -vm Kn- 3 H-trn-;i/- 2 ->r;i/) tr^y 
yy- 4 ->f jvyt^-i/l -3-h'j7Mn^f;i/7i-M x;i/7? : E>f;i/|f 

^ 2 («3*ffc^fc#-* 6 13) 

[0 3 5 1] 
■Mb2 5] 




CF 3 -2HCI 



[0 3 5 2] 

HJ6M7 7 (b) T*#fb*lfcN- [3- (3-7v>V7i — ;i/) -2- (E 

) -yn^-;b] -N- [4- [l- (4, 5 -^n Kn- 3 H- trn-;i/- 2 
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;i/77 ; E>f;i/iixf;i/ (4 7 1 mg) 5:3N i&m (20ml) {C 

*#u 6oict'5. smmnw^fco Rmm^utx^mLt^ ffi&rm 

HU SS^KHPLC (YMC-Pack ODS-A; YMC. &&&& : 2 0%7th- 

4 0 4 mg (JK^8 9%) Sife^itti: LT»fc. 
[0 3 5 3] 

: H NMR (500 MHz, DMSO-dg) 8 ppm : 1.82 (2H, m) , 2.00-2.15 (4H, m), 2.9 
6 (2H, t, J=8.0), 3.49-3.64 (4H, m) , 3.70 (2H, m) , 4.19 (2H, s) , 4.50 (2 
H, d, J=6.0), 4.95 (1H, m) , 6.46 (1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=l 
6.0), 7.43 (1H, d, J=9.5), 7.54 (1H, t, J=8.0), 7.66-7.77 (4H, m) , 7.89 
(1H, s) ; 

IR (KBr, cm" 1 ) : 1739, 1672, 1353, 1144. 
(HIM7 9) N- [3- (3 -7 ^ VJ - 2- (E) --Ju^-Jl 

] — N — [4 — [ 1 — (2, 3, 4, 5 --r-h^n Fntf y 6 --Ob) tr^ 

^x^;i/ 2%&& (m&it&totti i o) 

HJ6W7 7 (a) "CmbntcN- [3- (3-75J/V7i-;i/) - 2- (E 
) -^n^n;i/] — N — [4 - (tf^U 4 ->f ;i/;T3f £/) - 3-hU^;i/ 
^-n^^;!/^^— ;b] ^l/^r^-f ;i/Bf&x^-;i/ 2&flgig (9 0 0mg) &x 
(20ml) KiSjBU ^^T% -*-1$—v>7 • U- */ a > • 7 

> K • :/n>>-t»-X- -f f24# ( H147K (199 

2*£) [Org. Prep. Proced. Int., 24, 147 (1992)] {CfB«0^^{C^VMf ^ U 

2 J: y^Stlfe 6 h3r>>- 2, 3, 4, 5-^h^HKDtf 
U (4 8 0 mg) &t>*h 'J x^;i/7^ y (0. 9 8 m 1 ) &fln*., IMMT— 

i»0!jj¥Lfe. fcj&ommtm^fcto. 6-xh*2/-2, 3, 4, 5-^h^n 

FuXVVy (4 8 Omg) y xf;i/7^ > (0. 9 8ml) £#[J;L, £ 

jstiHrwim , $e>{c4 o°c-ei BmmwLr=. 0 sjs*ki4.n *ft 

#3* (2. 5ml) S:;fln*.fc&, 38ffiTiBI6U »j6S^$HP 
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LC (YMC-Pack ODS-A; YMC, jgffl&ft : 2 5 h - h U /I//*) Tf&SSU 

*l&2Mcjg#U Wje««tC# , rii:JCJ:y, IIBft^«4 2 9mg OK* 4 2 
[0 3 5 4] 

*H NMR (400 MHz, DMSO-dg) 5 ppm : 1.22 (3H, t, J=7.0), 1.64-1.85 (6H, 
m), 1.99-2.10 (2H, m) , 2.70 (2H, m) , 3.27-3.39 (2H, m) , 3.53-3.73 (4H, m 
), 4.19 (2H, q, J=7.0), 4.45 (2H, s) , 4.50 (2H, d, J=6.0), 4.95 (1H, m) , 
6.45 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.43 (1H, d, J=10.0), 
7.55 (1H, t, J=8.0), 7.65-7.75 (4H, m) , 7.88 (1H, s) ; 

IR (KBr, cm" 1 ) : 1739, 1675, 1355, 1141. 
(HJ&M8 0) N- [3- (3-7v^V7i-;i/) - 2- (E) -^U^-JV 
] — N — [4- [1- (2, 3, 4, 5 -7- N^H KD bTU V>- 6 ->f;i/) fcf 
^V^>-4->fA/t^i/] -3-h'J7MD^fjl/7i-Jb] XJ17T=E^ 

jmm 2 i&mm. mmit^mm^ eu) 

9 "C#^tlfeN- [3- (3-7^V7i-jl/) - 2- (E) 
□ - N - [4 - [1- (2, 3, 4, 5 --r h^t: KOfcfU 6 - 

<iJl) XKV py- 4 ->( -3-h';7;i/tD^f;!/7x-;i/] 
7 7=E>f;i/iilf;i/ 2&@?f& (2 9 1 mg) i&g? (20ml) IC?§ 

8?U 601CT'5. 5l*raat#Lfe. T?#*P Lfcfk «JEET«aB 

U ^i^UHPLC (YMC-Pack ODS-A; YMC. *§ffii§& : 2 2%7-feh — h 

in&7Kicis«?L, r*:K:j:y, mmit^2 

4 0mg OK* 8 6%) &i^i^|fl:i:lt#fe 0 
[0 3 5 5] 

*H NMR (500 MHz, DMSO-dg) 8 ppm : 1.63-1.85 (6H, m) , 2.03 (2H, m) , 2.7 
0 (2H, m), 3.20-3.48 (2H, m) , 3.52-3.76 (4H, m) , 4.12 (2H, s) , 4.50 (2H, 
d, J=6.0), 4.94 (1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16. 
0), 7.42 (1H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.69 (1H, d, J=8.0), 7.71 
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(1H, d, J=8.0), 7.73-7.78 (2H, m) , 7.89 (1H, s) ; 

IR (KBr, cm" 1 ) : 1732, 1675, 1352, 1143. 
(JU6098 1) N- [3- (3-7V^;7i-ib) -2 - (E) -z/U^-Jl 
] — N — [4- [1- (3, 4, 5, 6 -7- h^t Kn - 2 H-7if tf>- 7 - 

-r;b) h°ku 4 --f 3f £/] - 3-h'J7;i/ta^f;b7i-;b] 

7 7=E^MfHlf^ 2&^& <«j5*ffc#*#* 1 1 1) 
H»J7 7 (a) T*We>tlfeN- [3- (3— T^i>V^x — - 2- (E 

) -yn^-;u] -N- [4- (tr^y s?>-4 --r;i/^=^i/) -3-hu^;i/ 
^•a^^;i/7ai— ^;i/7r : E>f;i'ifixf;b 2%ift£ (9 0 0mg) 

#^-;i> (20ml) izmMb. tfit', 7-*h3f>>-3, 4, 5, 6-^h 
9t: Kn - 2 H-Tif ti°> (5 4 0mg) &£>* h U X^-;i/T ^ > (0. 98ml 
) ZMz.. mUT—m$LWlsfc e fcf&amfitfM^fcto. 7-* 4 

, 5, 6-fh5kKn-2H-r^fcf> (5 4 0mg) fttfMJxf^/7§> 
(0. 9 8ml) *M7L. £ biC^MT* 5B?|B«#PLfe«, 4 0^CTlHrair# 

&#5tH PLC (YMC-Pack ODS-A; YMC, &&&& : 3 0 %Tir h - h U 
) T?»»Lfc. ff&tifeHSflft&lN £lfticig#l/fcffc, »jEETIKI«ttia 
itl&zMCiSflfU attett^JCfsf-rifcJCJ:*;, ^fB-ftl^?3 4 Omg 
(Jfejfs3 3%) ?:i6»Bfti:U#fc 0 
[0 3 5 6] 

h NMR (500 MHz, DMSO-dg) 8 ppm : 1.22 (3H, t, J=7.0) , 1.52-1.67 (4H, 
m), 1.67-1.85 (4H, m) , 2.06 (2H, m) , 2.87 (2H, m) , 3.48 (2H, m) , 3.67-3. 
83 (4H, m), 4.19 (2H, q, J=7.0), 4.46 (2H, s) , 4.50 (2H, d, J=6.0), 4.97 
(1H, m), 6.46 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.44 (1H, d, 
J=9.5), 7.55 (1H, t, J=8.0), 7.67-7.75 (4H, m) , 7.90 (1H, s) ; 

IR (KBr, cm" 1 ) : 1739, 1675, 1354, 1142. 
(HJ6M8 2) N- [3- (3-7^;7i-;V) -2 - (E) --fa^-JV 
] -N- [4- [1- (3, 4, 5, 6-fb7tKn-2H-7f ^>-7- 

-f;W tf^u &y- 4 ->r;i/^-^ri/] - 3-h'j7;i/tn^f;i/7i-;b] xjv 
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7 7 : E>f;i/Mxf;i/ zm&M («^-ft^*#-9- 6 l 5) 

»J8 1 T*#^tl^N- [3- (3-75 97 7i3) -2- (E) - zf 
UK-JVl -N- [4 - [1- (3, 4, 5, 6-fh7t KO— 2H — Tiftf 

y-i-^)v) \^s<vyy- 4-^)1**^ - 3- ^y7^n^f;i/7ii 

7U] 7;i/77t^;Htg|if;i/ 2tM*& (307mg) £ 3 N (2 0m 

mrmmv, mmhplc (YMc-pack ods-a; ymc, m&mm: 2 3%r 

fb^2 18mg (JR^7 4%) ^ifefflgftilTflt. 
[0 3 5 7] 

X H NMR (500 MHz , DMSO-dg) 5 ppm : 1.46-1.67 (4H, m) , 1.67-1.87 (4H, m) 
, 2.07 (2H, m), 2.87 (2H, m) , 3.42-3.52 (2H, m) , 3.64-3.85 (4H, m) , 4.27 
(2H, s), 4.50 (2H, d, J=6.0), 4.96 (1H, m) , 6.46 (1H, dt, J=16.0, 6.0), 
6.58 (1H, d, J=16.0), 7.43 (1H, d, J=10.0), 7.55 (1H, t, J=8.0), 7.66-7 
.76 (4H, m), 7.89 (1H, s) ; 

IR (KBr, cm -1 ) : 1733, 1676, 1351, 1144. 
(MMM 8 3 ) N- [3- (3-7 5^7 7x^1/) -2 - (E) -7°U^-)V 
] — N — [3-?nn-4 - [1- (5, 6-ytKD-2H- [1, 4] 
9>-3--f;i/) tf/^u -jji,**-*/] 7ir;i/j r=e4 JiWM 

2 8) 

mmm4i u> vm^nt^N- [3- (3-7^;7x3) -2- (e 

) -^U^—JV] — N — [3-^DD-4 - (tfKU 4 ->f;i/^-dp2/) 7 

i3] ^il???^!/!^^ 2ifeBft^ (0. 2 5g) &:n# y ( 1 
0ml) JC$g#U ^iST% ^>f-f7> • 9>-^-;i/ • ^T^^hU-, 
$10i, fl3 2 3 K (1 9 7 2^) [Indian J. Chem. , 10, 323 (1972)] iCgg 

«®:£?&icf£^3 -^^--e;i/^u > j: y^rtatife 5 -x h^^- 3, 6 -yk 

KD-2H- [1, 4] *TVy (0. 2 4g) Wb'JxW^ (0. 2 
3ml) SrflllX, WffiT?4 BjrM«|?Lfe«, 4 5 1CT? 3 H3MHSI#U SfiTfl 1 
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JE/£»C4 Nt&fo7kmV**-*yi®m (2ml) £;&D;i£^> MffiT^L, 
i^^HPLC (YMC-Pack ODS-A; YMC, ?§ffi?M : 2 0 %T h - h U >V/ 
TfO T'^SSL^ 0 (4ml) iC^U, 4Nlg 

(imi) $r*Dxfc^> m}±Tmmnmz j £z>z.£iz£v 
, ^ta^#jo. 07 g (iR^2 4%) zm&MfeBmfttL Lxnt=.o 

[0 3 5 8] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.73-1.82 (2H, 
m), 2.02-2.10 (2H, m) , 2.91-2.96 (2H, m) , 3.59-3.91 (8H, m) , 4.19 (2H, q 
, J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.81-4.88 (1H, m) , 6.44 (1H 
, dt, J=15.5, 6.0), 6.58 (1H, d, J=15.5), 7.33 (1H, d, J=9.0), 7.41 (1H, 
dd, J=9.0, 2.5), 7.51- 7.60 (2H, m) , 7.64-7.75 (2H, m) , 7.87 (1H, s) ; 

IR (KBr , cm -1 ) : 1737, 1674, 1633, 1350, 1155. 
(H1M8 4) N- [3- (3 -T^ VJ -2- (E) -^UK'fr 

]-N-[3-?nn-4-[l-(2, 3, 5, 6 -rh^7JV*u¥V vy 

;i/ 2 &mi& (M^^fb-a-%## 1 0 4 5) 

^IM4 7 (a) T*m*>nt=.N- [3- (3-7^7 7i-Jl/) - 2- (E 
) -^D^-Jl/] -N- [3-7DD-4 - ( hf^ U V y - 4 - 4 Jilt* i/) "7 
7il/7 7 : E^;VSiSlf;i/ 2*M*& (9 3 Omg) £:c#^-;i/ (2 
Oml) &C|§fl¥U ^iST% 2, 3, 5, 6 h ^ 7;i/^-q tf U Vy (0. 1 
6ml)Mh'JiW^ (0. 64ml) &#0;L, mUT* 5 L £ 

KHPLC (YMC-Pack ODS-A; YMC, 5 5%7t Mh'J^/*).T? 

to itlS:*lC?S»U fcfg$g*B J: *ffift^«l8 9 3 mg (JR 
$8 1%) S:ifeMfIfti:Lt»fe. 
[0 3 5 9] 

*H NMR (500 MHz, DMS0-d fi ) 6 ppm : 1.23 (3H, t, J=7.0), 1.73-1.84 (2H, 
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m), 2.01-2.12 (2H, m) , 3.38-3.48 (2H, m) , 3.59-3.69 (2H, m) , 4.19 (2H, q 
, J=7.0), 4.42 (2H, s), 4.47 (2H, d, J=6.0), 4.80 (1H, m) , 6.43 (1H, dt, 
J=16.0, 6.0), 6.59 (1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.40 (1H, dd, 
J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.59 (1H, d, J=2.5), 7.66 (1H, d, J=8. 
0), 7.74 (1H, d, J=8.0), 7.86 (1H, s) ; 
IR (KBr, cm" 1 ) ; 1739, 1677, 1351, 1147. 

(mmm85) n- [3- -2- (e> -yn^ 

] — n — [3-^nn-4 - [1- (2, 3, 5, 6 -Tb^yjvxa^v i?> 
-4->f;t/) tf^y vy- 4 --r;i/^-^ri/] 713] ^;i/7r : E^;Hti! 2 

i&Wim. (MBit&Qim^r 1 0 6 3) 

mt&&}8 4 -vmbtifcw- [3- (3-r^77i-w - 2- (e) -y 

D^n;b] — N — [3-^nD-4- [1- (2, 3, 5, 6 -9- b *y 7Jl*U 

¥V i/y- 4 -4 )\s) ¥s<v vy- 4 -4 )i#*cisl yjL—;il ^jiyr=E4)v 

mwt^m 2 m.wt& (3 5 6mg) ^3n mm ( 2 0 m 1 ) &t>*4 n s&ft* 

(2 0ml) ^tSKCSjlU 60-CT-8. smmMWL 
fe= £/&M£^;i:T*#£PL£gt Hc£ET»«6U ^MHPLC (YMC-Pa 
ck ODS-A; YMC, mmmm : 4 0%Ti2 h— h l);i//>fc~71z h- h .y;i/©#0 

3*l£zMc^fl?U IiaM3 2 2mg ( 

4x^9 4%) &te&j&femm#z.vTnfc. 

[0 3 6 0] 

X H NMR (500 MHz, DMS0-d g ) 8 ppm : 1.72-1.84 (2H, m) , 2.00-2.12 (2H, m) 
, 3.38-3.48 (2H, m) , 3.59-3.69 (2H, m) , 4.21 (2H, s) , 4.47 (2H, d, J=6.0 
), 4.79 (1H, m), 6.44 (1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.31 
(1H, d, J=9.0), 7.42 (1H, dd, J=9.0, 2.5), 7.55 (1H, t, J=8.0), 7.60 (1H 
, d, J=2.5),.7.66 (1H, d, J=8.0), 7.73 (1H, d, J=8.0), 7.86 (1H, s) ; 

IR (KBr, cm -1 ) : 1678, 1346, 1147. 
(H5SM8 6) N- [3- (3 -7 3 VJ y^-Jl) -2 - (E) -y'u^-jv 
] -N- [3-700-4 - [1- (N-Xf;b/f>M'f^ tffJiSy 



19 6 



ffi!iE#2 0 0 2 - 3 0 



#2001—107615 



10 8 1) 

7 (a) T*#*>*l£N- [3- (3-7v^V7ia) - 2- (E 

) -N- [3-^nn-4- (tf^u 4 ->f;i/t^i/) ^ 

^L/^r^E-f ^if^X^;!/ 2&gEJ& (0. 38g) £x#y-;b (2 
0ml) lC?§ft?U ijST*, 7>^A*>^ • >^-f\ f7 5i, ^7 9 01 (1 
9 6 3^) [Angew. Chem. , 75, 790 (1963)] lCf3«tf>;£j£{C^N - X^;i/*;i/ 
AT ^ K«fc »;-&JEftS*l N-x^;i/*;i/A>f ^t 1 - h (0. 09g) s 

tfhUx^;i/7^> (o. 30 mi) &j&n;tfctfe, hst?4 6i$HSi#L-fc. s 

jS«fC4N &{t7k&*?yt*Vymm (2ml) &an*.fcffc, iffiT^b, ^ 
if PLC (YMC-Pack ODS-A; YMC, ^ffi^ : 2 0 %7iZ h- h U 

3*0 #£*lfcfc!)£7£@#£x#,>-;i, (5ml) JC?§fl?U 4N 

*fb#*2?tf (1ml) &Jn;tfcffe, aSJET»»g$&B3i<!:5 r £ fc<fc 

U, SgBft^O. 1 4 g (JR^8 3 5 %) $:MM^@ftillTllt 0 
[0 3 6 1 ] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.16-1.27 (6H, m) , 1.72-1.88 (2H, m) 
, 1.99-2.10 (2H, m), 3.40-3.48 (2H, m) , 3.51-3.73 (4H, m) , 4.19 (2H, q, 
J=7.5), 4.42 (2H, s) , 4.47 (2H, d, J=5.5) , 4.79-4.85 (1H, m) , 6.45 (1H, 
dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.41 (1H, d 
d, J=9.0, 2.5), 7.52- 7.59 (2H, m) , 7.65-7.75 (2H, m) , 7.87 (1H, s) , 8.1 
1 (1H, d, J=13.5) ; 

IR (KBr, cm" 1 ) : 1738, 1697, 1675, 1350, 1156. 
(H»J8 7) N- [3- (3-7v;V7i-Jl/) - 2- (E) --fU^-Jl 

] — N — [3-?na-4 - [l - (N-x^;b*;i/A-f ^ K-f ;v) tf^'y J?> 

-4 -J)l**ri/1 7x3] ^;i/7 7 : E'f;i/»i 2 t&gE& (M^tl^M^ 
1 0 9 9) 

[0 3 6 2] 
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CI -2HCI 

[0 3 6 3] 



mmm8 6T*m<bntcN- [3- (3-r^7 7i^b) -2- (e) 

— N — [3-*nn-4- [l - (N-x^;L/3}s;i/A-f ^ K-r;b) tf 

^y 4 -^jv^^rt/i ^77^ ;nf^x^;i/ 2^^^ ( 

0. 38g) &3Nigi(14ml) tCiS#U 6 0'Ct6TO#bfc o 
J5£«[S:^ia* , T?^*PLfelfe, a*EET«MfiU M^IHPLC (YMC-Pack ODS 

-a; ymc, mmmmi 1 8%7-& n-hu^/'*) Tf*«Lfe, »e>tifc^^ 

H#S 1 Ntt» (2ml) JC»j»L/fe«, «£ET»l«ttHS-&fe- ^ft&zMciS 
W«g|g«tC#^rii:tCJ:y, *flBft#*0. 2 5g (JRap6 7%) £ 

[0 3 6 4] 

h MR (400 MHz, DMSO-dg) 8 ppm : 1.19 (3H, t, J=7.0), 1.72-1.88 (2H, 
m), 1.98-2.09 (2H, m) , 3.51-3.79 (6H, m) , 4.28 (2H, s) , 4.47 (2H, d, J=6 
.0), 4.80-4.87 (1H, m) , 6.44(1H, dt, J=16.0, 6.0), 6.57 (1H, d, J=16.0), 
7.32 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.0), 7.52-7.60 (2H, m) , 7.68 
-7.75 (2H, m), 7.89 (1H, s) , 8.13 (1H, d, J=13.5) ; 
IR (KBr, cm -1 ) : 1731, 1698, 1677, 1347, 1155. 
(»J8 8) N- [3- (3-7v^;7x-;i/) -2 - (E) ~^UK=L)V 
] — N — [3-^DD-4 - [1- (4, 5 -VM Kn**f !/-^- 2 - j 

) n°^y vy- 4 ->r;b^-^r^] 7=.—ji~\ x;i/77t^;i/|fiif;i/ 2i&m 
m. (Mm1t&m&^ 1009) 

7(a) Vm^ftfrN- [3 - (3-7^^7Hil/) - 2 - (E 

) -7o^_;i/] -N- [3-^nn-4- (fcf^y yy- 4 ->f ;i/>T3f $/) 7 
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x-;i/] ^;i/7 7f'f;i/iixf;b 2%gft% (0. 75g) (2 
5mi) jci&#u ^?st% a-nbfr> • ^>-^-;u • • 9 • 

^T^^bU-, 1101, $2 6 4 51 (1 9 9 9$) [Eur. J. Org. Chem. , 1 
0, 2645 (1999)] lCgB^©:£&lC^ 2 !/U K><fc »J^flftatlfe2 -X 

h3f£/-4, 5 Kn (0. 2 8 g) h U x^;i/7 ^ > ( 

0. 6 8ml) iSt' 2 2 B^m^Lfco 4 Niftfl:**s;** 

(5ml) &flD*fc&, iffTiit, it^HPLC (YMC-Pack 

ODS-A; YMC, 2 3 %7t h- h U^/*) 7?flSSUfe. ftfctlfcatt 

^@fls&x#y-;b (10ml) ictgflpu 4 Ni&ft7K3S^***>»at (2 
ml) S:JDAfe«, «ffiT«»«aS**ii:JCJ:y, «3Hffc^&0. 5 6g ( 

[0 3 6 5] 

*H NMR (400 MHz , DMSO-d g ) 8 ppm : 1.22 (3H, t, J=7.0) , 1.75-1.86 (2H, 
m), 1.98-2.10 (2H, m) , 3.51-3.78 (4H, m) , 3.85 (2H, t, J=8.5) , 4.19 (2H, 
q, J=7.0), 4.42 (2H, s) , 4.47 (2H, d, J=6.0), 4.76-4.85 (3H, m) , 6.44 ( 
1H, dt, J=16.0, 6.0), 6.58 (1H, d, J=16.0), 7.32 (1H, d, J=9.0), 7.40 (1 
H, dd, J=9.0, 2.5), 7.52-7.60 (2H, m) , 7.69 (1H, d, J=7.5) , 7.73 (1H, d, 
J=7.5), 7.87 (1H, s) ; 
MS (FAB, M + -2HC1) : 604. 

(HJ6M8 9) N- [3- (3-7^^V7i^l/) - 2- (E) 

] — n — [3-^nn-4 - [l- (4, 5 -v\l Kn^-^r-9-^/-;i/- 2 

mit^®^ 1 0 2 7) 
[0 3 6 6] 
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CI -2HCI 

[0 3 6 7] 



mmms 8T?#£*lfcN- [3- (3 -T ^ VJ 7i^) - 2- (E) 

d^v— — n — [3-^nn-4 - [l- (4, 5 Knt^U-y-;i/- 

2 ( 0 . 2 9 g ) 5:3 N (1 2ml) {C?§8? L, 6 0 °C Tf 1 0 B# 

(YMC-Pack ODS-A; YMC, &ffi%& : 1 7%7t S-h'J 71//7K) T'ffiS^L^o 
fff>ftfe*S£fi#S:lN i&g? (2ml) tC?Sfl¥Lfe«L £n&*JET**M8 

Ha-ersifctcfcy, ^t2fb^#o. 23 g (jr^8 2%) *M&Mj&mm#£ 

[0 3 6 8] 

X H NMR (500 MHz, DMSO-dg) 8 ppm : 1.76-1.87 (2H, m) , 1.98-2.10 (2H, m) 
, 3.51-3.78 (4H, m) , 3.85 (2H, t, J=8.5), 4.28 (2H, s) , 4.47 (2H, d, J=5 
.5), 4.77-4.84 (3H, m) , 6.44 (1H, dt, J=16.0, 5.5), 6.58 (1H, d, J=16.0) 
, 7.31 (1H, d, J=9.0), 7.41 (1H, dd, J=9.0, 2.5), 7.52-7.61 (2H, m) , 7.6 
8 (1H, d, J=7.5), 7.73 (1H, d, J=7.5), 7.88 (1H, s) ; 

IR (KBr, cm" 1 ) : 1733, 1685, 1349, 1155. 

(mmw 9 o ) n — [3- (3-r^i;;7i-ji/) -2 - (e) -t°w<-ji 

] -N- [3-^OD-4- ( h UAy- 3 -J)l*3r */) 7 Xil/77 

=E>r ;Hfiif;i/ 2mm. (Mmik&m&^i 117) 

1 2 6 T?&£*ifcN- [3-?nn-4 - (hn;t>-3 -4>v>t*ri/ 
) 7i-;i/] — n — [3- (3 -vr J 7jl-j\s) - 2- (E) -yo^-;H 
^i/^r^e-f ^If^x^;!/ (1. 30 g) ^^no^v (25ml) &t>*x 



200 



ffigE#2 0 0 2 - 3 0 



#2001-107615 

(3 5mi) om&mmizmmL. *#t, &4tJkm&mtt-&. 

jv (25mi) izmML. ^.itry^-u^mw. (o. 4 o zZftSmiizm 

M) 7kT$2 8%T>^ — TtK (0. 9 0ml) ZMitt-Wi. ^STf- 0fc«#Lfc 

0 jRj£?R«:«JEETSfiHll/fc«, SSMHPLC (YMC-Pack ODS-A; YMC, ?§ 
ffi*£g£: 2 2%7th-Sij;i//*) T-mSSbfco #e>*ifcaitj£?g0#S:x* 7 
-;Kl5ml) (C^b, 4N m.lt7kmi?**Vymm (1 . 4 0ml) £ 
toTtf^ ffig.Tmm$t®Z-&Z>Z.iHZ£V* *IBfl:^«l. 0 7g (iR^7 0 

%) 

[0 3 6 9] 

X H NMR (500 MHz, DMS0-d g ) 8 ppm : 1.23 (3H, t, J=7.0), 2.05-2.30 (8H, 
m), 2.66 (3H, s) , 3.94 (2H, m) , 4.19 (2H, q, J=7.0), 4.40 (2H, s) , 4.47 
(2H, d, J=6.0), 4.84 (1H, m) , 6.43 (1H, dt, J=6.0, 16.0), 6.57 (1H, d, J 
=16.0), 7.35-7.45 (2H, m) , 7.50-7.60 (2H, m) , 7.69 (1H, m) , 7.73 (1H, m) 
, 7.88 (1H, m) ; 

IR (KBr, cm" 1 ) : 1737, 1675. 
(H1M9 1) N — [ 3 — (3 -T S 7 - 2- (E) -y°U^—J\y 

1 -N- [3->nn-4- ( h n A>- 3 ->r;b^-dp>>) y^—jv] x;i/7? 

^^jimm 2&m& w^totmm^i 135) 

OT?»e>tlfeN- [3- (3-7$i;;7x3) -2- (E) - zf 

uk—jv] -n- [3-^nn-4 - ( h n ny- 3 -4 jv* y zc—j^ 

XJiy T^e^f 2*&^i& (7 0 0mg) 5:3N iftBft (2 0ml) 

U M£#IfcHPLC (YMC-Pack ODS-A; YMC, ^ffl^ : 1 5%T±h-b 

v;i/7k) vmmLfc. m*>nt~mfem®ft* 1 n ^ (3. 3mi) &t>** 

(10ml) tC?§8?Lfc^ ^JBETa^©^i±^r^CJ: U, *flBft#tt 5 8 
Omg (JRS*5 8 6 %) &*lt6&j£7g@#i:LTfSfe. 
[0 3 7 0] 

*H NMR (500 MHz, DMS0-d R ) 8 ppm : 2.05-2.30 (8H, m) , 2.66 (3H, s) , 3.9 
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3 (2H, m), 4.27 (2H, s) , 4.47 (2H, d, J=6.0), 4.83 (1H, m) , 6.44 (1H, dt 
, J=6.0, 16.0), 6.57 (1H, d, J=16.0), 7.35-7.45 (2H, m) , 7.50-7.60 (2H, 
m), 7.68 (1H, m), 7.73 (1H, m) , 7.87 (1H, m) ; 
IR (KBr, cm" 1 ) : 1732, 1675. 
(IJSM9 2) N- [3- (3 -7^ VJ 7i-;V) -2- (E) -^U^-)l 

] — N — [3 -#nn-4 - [l - (3, 4, 5, 6, 7, 8 +)-t: Kn - 
=e-r;bM 2i»& (M*HfciHM#i 1 7 1) 

WJ4 7(a) T'#e>tl^N- [3 - (3 — 7S.i?j7x. —JV) - 2 - (E 

) -7*n^-;i/] — N — [3-?nn-4 - (if^'j 4 ->f ;i/^-dpi/) ^ 
^;i/7? ; E^;i/|tS|xf;i/ 2tM& (o. 7 8g) &x*y-;i/(2 
0ml) izmmv. ifiTf, t-i/->y * • ^Wn'U-S/h > • T> K • Z/Ui/ 
-VV-X • jy#-i-is3i-JV. , f 24#, H147K (1 9 9 2#) [Org 
. Prep. Proced. Int., 24, 147 (1992)] &CfB«tf>#S£{C^7 )/i~y - 2 -it 
y£ »J^J5*atlfc9 h^rt/- 3 , 4, 5, 6, 7, Kn-2H 
-yv'-y (0. 8 0g) h U xf;b7^> (0.71ml) £#[Jx.£#, 

nwe i 8wmmwi,iL. Ki&<Dmftifim^t=.&* 9-* h^>-3, 4, 5, 

6, 7, 8-AmKQ-2H-7to (0. 2 9g) Itf h 'Jxf ;V7^ 
y (0. 5 3ml) £#0*, 3£>IC7 2B#Effli#Lfc. M/£$i&C4N &fl:7Kii 

(5ml) £fln*.feffe, «JBET»f6U »ilS:^*HPLC (YM 
C-Pack ODS-A; YMC, mtH^m : 3 0%7t h-h 1 ^/*) TfWSSUfc. 
*lfe^^@#S:X^y-;i/ (5ml) JC*8«?U 4N ffifb^^^-^V^ 
ft (2ml) MJBETJSiffifEHS'&fc. 

^(C#-rzii:{Cj: »J, N- [3- (3-7^V7iUI/) -2- (E) 

□ — N — [3-7DD-4-I1- (3, 4, 5, 6, 7, 8 -/\=3f1J- 

h: Kn - 2 h — t s j— y — 9 --r;i/) tr^u s?>-4 ->f >i**ri/] 7ii;i/] 

[0 3 7 1] 
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ZCDM^m* 3 N (10ml) K&fllU 5 0 "C T* 6 B#|^# 

*T?#*ULfctl, #JEET**8U ii^KHPLC (YMC-Pack ODS-A; YMC, 

(2 mi) Kmmhtcm.. m.mrmm&wtt&z.tK&v. mmt&m 
o. 09 g (jk^5 8%) zm&m&mmft£Lxmf=.o 

[0 3 7 2] 

X H NMR (400 MHz, DMSO-dg) 8 ppm : 1.38-1.81 (12H, m) , 2.00-2.09 (2H, m 
), 2.78-2.85 (2H, m) , 3.48-3.57 (2H, m) , 3.59-3.72 (2H, m) , 3.73-3.86 (2 
H, m), 4.27 (2H, s) , 4.46 (2H, d, J=5.5), 4.80-4.88 (1H, m) , 6.44 (1H, d 
t, J=16.0, 5.5), 6.57 (1H, d, J=16.0), 7.31 (1H, d, J=9.0), 7.40 (1H, dd 
, J=9.0, 2.5), 7.51-7.60 (2H, m) , 7.64-7.75 (2H, m) , 7.87 (1H, s) ; 

IR (KBr, cm" 1 ) : 1733, 1675, 1627, 1352, 1156. 

3) N- [3- (3-7^^7i-jl/) - 2- (E) -zfUK-Jl 

] -N- [4- [l- (4, 5 -yt Knt^ti/-^/- 2 ->r;i/) niy&y 

10 11) 

!&&&#I5 9 (a) T?^e>tlfeN- [3- ( 3 - T ^ i/V 7iUV) - 2- (E 
) -7°0^b] — N — [4 - (fcT^U s?>-4 ->f;i/ *-=*£/) . 
7 7 : E>f^BfiXf'^ 2IM& ( 5 3 3 mg) - Jl (10ml) IC?§ 

, ^1 Of, H2645H (1 9 9 9#) [Eur. J. Org. Chem. , 10, 2645 (199 

9)] iztm<Djsmzm^2 u k> * y^stifc 2-xn*^-4, 

5 Kn^-^rif V-JV (2 3 5 mg) h U ^ > (0. 4 3ml 

C (YMC-Pack ODS-A; YMC, ^ffi^ : 2 2 %7-fe h - h U T*»^L7c 
o #b*lfc&5£7£B#£x*y-;i/ (5ml) £jg#U 4N «[ft**s;** 

(0. 3 6 ml) £JD;*.&«, «*JEET«a&$fc0 £ -&* 3 £ tC «fc U , *gB 
M2 7 8mg (IR^4 7%) ZM&tefeMm&t. UTfffe. 
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[0 3 7 3] 

h NMR (400 MHz, DMSO-dg) 8 ppm : 1.23 (3H, t, J=7.0), 1.66-1.80 (2H, 
m), 1.94-2.10 (2H, m) , 3.62-3.82 (4H, m) , 3.85 (2H, t, J=8.5), 4.20 (2H, 
q, J=7.0), 4.34 (2H, s), 4.44 (2H, d, J=6.0), 4.68 (1H, m) , 4.79 (2H, t 
, J=8.5), 6.44 (1H, dt, J=16.0, 6.0), 6.56 (1H, d, J=16.0), 7.04 (2H, d, 
J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, t, J=8.0), 7.70 (2H, m) , 7.88 (1 
H, s) ; 

MS (FAB, M + -2HC1) : 570. 

(.Mt&ffl 9 4 ) N- [3- (3-7^^77i —)l>) -2 - (E) -7°n^-Jl/ 

] — N — [4- [l- (4, 5 -y\i Fn^-^-9-y-;i/- 2 --f;i/) tZKVify 

1 0 2 9) 

HJ&M9 3 T-#£*l£N- [3- (3-7^V7ia) -2- (E) - 7 
U^—)V] — N — [4- [1- (4, 5 -VM Fuit^VJ-fr- 2 --f JV) fcf 
/<'Ji>'>-4-^;i/t^^] 7i-;b] J^l/^r^-f JiWM^fr 2i&mi& ( 

2 7 2mg) S3Nfi»(10ml) iZ^M L, 6 0 °C T* 5 B£|Sgtf# L £ 
OT£^iS;£-e#£Pl,£^, ^JEETitlliU ^iffc^IfcHPLC (YMC-Pack ODS 

-a; ymc, mmmm: 1 s%t± b-hvn/*) vmrnLfc. m^nr^m&m 

1#S1N mm (4ml) iC|§»Lfe«, 3*l&MffiT^i§liS03i±£3£:lC 
«£U, IfBM2 0 9 mg (JRsts.8 0%) Sr^^Sfttbtife. 
[0 3 7 4] 

*H NMR (400 MHz, DMS0-d g ) 6 ppm : 1.65-1.81 (2H, m) , 1.97-2.10 (2H, m) 
, 3.43-3.62 (4H, m) , 3.85 (2H, t, J=8.5), 4.21 (2H, s) , 4.44 (2H, d, J=6 
.0), 4.68 (1H, m), 4.79 (2H, t, J=8.5) , 6.44 (1H, dt, J=16.0, 6.0), 6.55 
(1H, d, J=16.0), 7.03 (2H, d, J=9.0), 7.39 (2H, d, J=9.0), 7.54 (1H, t, 
J=8.0), 7.70 (2H, m), 7.88 (1H, s) ; 
IR (KBr, cm -1 ) : 1687, 1346, 1156. 

3-i/7;M7;i/rtK 
3 -Z/7 J ^>X7;i/ft F (4. 5g) $:h;i/X> (2 0 0ml) (C^^U 
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, h y yji-jv^^^s^- u-r>y-fe h7;bft k ( 1 3. 6g) &inx.fe^, 
zf^*v>fr*>U%SM s l\:2-£Z>z£iz& y, ^iaffci^/3. 09g (4x^5 7% 

[0 3 7 5] 

X H NMR (500 MHz, CDClg) 8 ppm : 6.76 (1H, dd, J=16.0, 7.5), 7.46 (1H, 
d, J=16.0), 7.58 (1H, t, J=8.0), 7.73 (1H, d, J=8.0), 7.80 (1H, d, J=8.0 
), 7.84 (1H, s), 9.75 (1H, d, J=7.5). 
(##12) 3- (3-i/7;7x^;i/) -2 - (E) -z/V<>- 1 ~7t-)l 

#^lt'f#^tlfe3-i/T;SS7;i/rt:K (3. OOg) *V>7UU*Z 
> (30ml) Rtfii&J-Jl (70ml) ©ilMl{C^ib, *K#T, T^M 
ItfcVmi-bVVl* (1. 3 2 «) AlHtMb-feU #A (2. 4 9g) ^Mtt 

fee. 

[0 3 7 6] 

*H NMR (500 MHz, CDClg) 8 ppm : 4.37 (2H, m) , 6.43 (1H, dt, J=16.0, 5. 
0), 6.62 (1H, d, J=16.0), 7.43 (1H, t, J=8.0), 7.52 (1H, d, J=8.0), 7.60 
(1H, d, J=8.0), 7.65 (1H, s) . 

(###13) 4- ( i - t --7h*t/itjm—JM£'<v 5J2/-4 
-3-7na^Nn^>if> 

1 - t -zfh*ri/J3Jltf-)l'- 4 - 1: Kq^S/tT^U Vy (3. 3 2g), 2 
-^aa-4-ihn7i; -jv (2. 3 6 g) &t>* h U 7i-M^7^ > ( 
5. llg) &i;?DD>ljf> (60ml) JC&jBU *#T> T V S> *J * # > 
»^if^/ (3. 10ml) SiTLfet. 8WflH«ff Lfc. 
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=3p-^>/ / Bf^3i^;i/= 5/2) TfflHH-rSifcJCJ: U, *«fl:#«3. 90g ( 
[0 3 7 7] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.48 (9H, s) , 1.84-1.98 (4H, m) 3.54 ( 
2H, m), 3.62 (2H, m) , 4.73 (1H, ■) , 7.00 (1H, d, J=9.0), 8.14 (1H, dd, J 
=9.0, 3.0) , 8.31 (1H, d, J=3.0). 

(#t«4) 3-^nn-4 - ( 1 -*^;bt?Ky i?>-4 -4)]/***/) - h 

##M3 T?#k*ifc4 - ( 1 - t -^h^i/^;i/^n;i/tf^'; t?>*-4 ->f /i/ 
tf=^» - 3 -^D0- hD^>if> (1. 5 0 g) £9 0%^fifc (4. 0 0 g 
) 3 7%^1/V'J> (2. 5 0g) ZMZ-s 10 0tT'2HFH#b 

«ffiT*«&&«*'r*£i:K:*y, «ffiffc^» 1 . I2g (4x3*9 8% 

) fet^ifttirffc. 

[0 3 7 8] 

*H NMR (400 MHz, CDCI3) 5 ppm : 1.90-2.10 (4H, m) , 2.33 (3H, s) , 2.35- 
2.45 (2H, m), 2.60-2.70 (2H, m) , 4.58 (1H, m) , 6.98 (1H, d, J=9.0), 8.13 
(1H, dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0). 

(##M5) 3-^DD-4 - (l-^f;b^'J^>-4-^^t^'» 7- 

y > 

##M4T?»e>*ifc3 -*nn-4 - (1 -^^;i/ti 0 ^y - 4 --f;i/^-^ 

*/) n hn/^>if> (8. 4 8 g) (2 0 0ml) lC?§fl¥U gfittf 

i* (18. 5 9g) fctftlx, MT— II^Lfe, 5 Jfi 5« 

&«£et»»u »tt&ftK*y ^®?x^;i/T* 5 mm 

y-;i/=3/i) -cwsi-rsi mz j: y, «fa-fb^«»6. 9 5 g (Msg 2%) 
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[0 3 7 9] 

h NMR (400 MHz, CDClg) 8 ppm : 1.82-2.02 (4H, m) , 2.20-2.30 (2H, m) , 
2.30 (3H, s), 2.68-2.78 (2H, m) , 4.12 (1H, m) , 6.51 (1H, dd, J=8.5, 3.0) 
, 6.72 (1H, d, J=3.0), 6.81 (1H, d, J=8.5). 

6) n — [3-^nn-4 - ( l -^^;i/bf^u Vy-± -^jv^t^-i/ 

*/) r-u> (6. 95g) *y>;uu**y (isomi) \zmmi>. *k#t 

„ 2 UUXJlfc-Jimmx-T-Jl (3. 8 8ml) AOffcTU *;> (4. 67ml) 
$:iTLfet, £»-C5l$|SI«#Lfc. iixfA/"e3@» 
fflLfcgt »m*«:*l*«liifc^f *S/^AT«*Lfe. «£ET*«S:«*bfe* 

#y-;i/=4>'i~i/i) "e»ig-rsii:tc«fcy, «gHft^9. l 2 g (iK 
$8 1%) IWfti^ifttLTftfe. 
[0 3 8 0] 

X H NMR (500 MHz, CDC1 3 ) 8 ppm : 1.34 (3H, t, J=7.0), 1.90-2.00 (2H, m) 
, 2.00-2.10 (2H, m), 2.37 (3H, s) , 2.40-2.50 (2H, m) , 2.70-2.80 (2H, m) , 

3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.41 (1H, m) , 6.93 (1H, d, J=9.0), 7 
.21 (1H, dd, J=9.0, 2.5), 7.40 (1H, d, J=2.5). 

(##M7) N — [3-^nn-4- ( 1 -*^)V^s\V yy-A -Jj]/***/ 

) 7x-M — N — [3- (3-i/y; y^—jv) -2 - (E) -^n^-M 
^ ;i/ ^ 7 ^ >f ;i/ x ^ ;i/ 

2 -e»e>nfc 3 - (3-i/7;7i-;i/) -2- (e) -zfu^y- 1 
(3. 3 0 g) , ##M6T*#e>tifeN- [3-^na-4 - (1 - 

^fcT^U 4 ->f Jl**r*s) 7i-M ^>7 7 : E'f;i/Wxf;i/ (7. 

3 7 g) MY U 7i-j^7^ > (5. 93g) *VVUU**y (200 
ml) IC*#U *#T, TWl)jnnym^?-)l (3. 4 9ml) 5:iTl 
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A^D?hy77^ - (m&^m : ^ 9 j -j\s/mmx.m = 1/3 — 2/1) 
vmrn-tzzmzj:*), mmz&«n. 29 g («$7 3%) &a&^^a# 

[0 3 8 1 ] 

*H NMR (500 MHz , CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.85-1.95 (2H, m) 
, 1.95-2.05 (2H, m), 2.31 (3H, s) , 2.30-2.40 (2H, m) , 2.60-2.70 (2H, m) , 
3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.40 (1H, m) , 4.46 (2H, d, J=6.5), 
6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7 
.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.46-7.58 (4H, m) . 

(##M8) 3-^nn-4 - (tr^y py-4 -Jiv***/) -bu^y^y 
##M3-r^e>4xfe4 - ( i - 1 -zf hz-i/Jjfrtf-jvtf'tv vy-A 
^•^i/) - 3-^nn- hn^>i?>(7. 9 1 g) *v**vy ( 8 o m l ) 

izmmL, iist-4N mt7kmp**-v-ymm (7 0mi) ^mpLt=.^ 
. oeg <Mm%.mm ^mnmmmmt.Lxm^ B 

[0 3 8 2] 

h NMR (500 MHz, DMSO-dg) 8 ppm : 1.50-1.60 (2H, m) , 1.90-2.00 (2H, m) 
, 2.57-2.68 (2H, m) , 2.90-3.00 (2H, m) , 3.96 (1H, m) , 7.45 (1H, d, J=9.0 
), 8.18 (1H, dd, J=9.0, 3.0), 8.31 (1H, d, J=3.0). 

(###19) 4- ( i -T-fef^t^y vy- 4 -3-?UU- 
bu^y-^y 

##l8T'H^tife3-^nn-4- (^kv yy-4 -j)Vyt*Z/) -bu 

s<yMy (i. oo.g) &n°y^> (20ml) izmMh. *#t, m*mm ( 

O. 5 5ml) Wlfct, ^iST* 3 B^WM* b fcf&mZTk $:*Dx.fe^> 

(CJ:y, ^IH-fb^l. 0 5g (IR^9 0%) £?£jit&@#:£ UT#£. 
[0 3 8 3] 
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h NMR (500 MHz, CDCI3) 5 ppm : 1.88-2.03 (4H, m) , 2.14 (3H, s) , 3.50- 
3.63 (2H, m), 3.71 (1H, m) , 3.94 (1H, m) , 4.81 (1H, m) , 7.01 (1H, d, J=9 
.0), 8.15 (1H, dd, J=9.0, 2.5), 8.32 (1H, d, J=2.5). 
(##M10) 4- ( 1 -r-fe^/nf^U i?y-4 -4 fl/7t*i/) -3-VUU 
T-U> 

##M9 T*ftbML4 - (l-T'Z^fr¥'<V¥y-4--()\sJt*ci/) -3- 

? au-bv<y-ey d. o 5 g) zmm (3 omi) jc»#u muxi-r 
W3£ (2. ogg) zm*.* muxi ommmwLt=. 0 s«*&*iftLfeft, 5 

l£ 0 mmm*k*mm^?*isV2*xt&Mht^ m&Tmmzm&ist-. m 

= 15/1) x-nm?zz.inz&*j* m&it&tto. 8 2g (ir^86%) 

[0 3 8 4] 

*H NMR (500 MHz, CDClg) 8 ppm : 1.78-1.94 (4H, m) , 2.11 (3H, s) , 3.33- 
3.43 (1H, m), 3.60-3.70 (1H, m) , 3.70-3.82 (2H, m) , 4.35 (1H, m) , 6.53 ( 
1H, dd, J=8.5, 3.0), 6.74 (1H, d, J=3.0), 6.81 (1H, d, J=8.5). 

(##M ID 3-*nn-4-.(i -x^/i/tr^y Vy- 4 ->f */) y 
-vy 

mmmm^r. *M'Jf7A7;i/U7A (2 3 0mg) Sfh5tKn7 
=yy (5ml) ICJBiBU *K#T> 1 0 T*# tlfe 4 - ( 1 - y-fe^;i/fcf 

py-4 -J)\/*3ri/) -3-^Dn7-'J>©fh5b:Fn77> (10 
ml) **£*TOfeft, 3. 5Hf4MS^bfe 0 £j&©3fi*T#3iv*fc«>, * 

nncy ^?at;i/^?a (i 1 5mg) s^h*, se>tc2^raiD^aasLfe. 
□ vh^77-f - (e;^DD^^>/^^;-;i/=3/i~i/2) r-^ss-r-s 

r£lC<k»J, SIBM4 4 8mg (jR^5 8%) *n&mft®Wt ITHf:. 
[0 3 8 5] 
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h NMR (500 MHz, CDClg) 5 ppm : 1.11 (3H, t, J=7.0), 1.82-1.93 (2H, m) 
, 1.93-2.04 (2H, m), 2.29 (2H, m) , 2.45 (2H, q, J=7.0), 2.78 (2H, m) , 4. 
15 (1H, m), 6.51 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.81 (1H, d, 
J=8.5). 

(###112) N — [3-^od-4 - ( 1 -x^;i/H 0/ ^U Vy- 4 ->f;i/;*3f 

1 7?#£*lfc3 -^DD-4 - (1 -m^;i/ti 0 ^U 4 — f 

drS/) 7-U> (8 5 3 mg) ZVZUUtZy (2 0ml) tC*S#U *K#T 

, ^nn^;^-;yB|if;i/ (o. 4 5ml) SiF^'Ji/^ (0. 5 4ml) 

#y-;i/=3/l~l/l) TJHSS-rSihtCJ: y, fiJSBft^&l 1 1 3mg ( 
4X^8 2%) SriUfeiSWtLtife. 
[0 3 8 6] 

X H NMR (400 MHz, CDCl 3 ) 8 ppm : 1.15 (3H, t, J=7.0) , 1.34 (3H, t, J=7. 
0), 1.87-2.00 (2H, m), 2.00-2.13 (2H, m) , 2.40-2.60 (4H, m) , 2.70-2.83 ( 
2H, m), 3.92 (2H, s) , 4.30 (2H, q, J=7.0), 4.43 (1H, m) , 6.93 (1H, d, J= 
9.0), 7.21 (1H, dd, J=9.0, 2.5), 7.40 (1H, d, J=2.5). 
(##M13) N — [3-^00-4 - ( 1 -x^;i/tr^u yy- 4 -Ah** 
is) — -N- [3- (3-i/r;7i-;b) -2 - (E) -y°a^<—ji 

##M2T**§£>*l£3 - (3-i/7;7x-;i/) -2- (E) 1 
-yf-JV (0. 4 8 g) , ##il 2T'#^feN- [3-^00-4 - (1 - 

jc^;i/hf /^u Vy- 4 ->f ;i/^-^ri/) y ^—jvl xji? r=e4 jiWfWI^ii (i 
. 1 1 g) &t>* h U > (O. 87g) £^ □ # > (20 

ml) tC*g#U *#T> Tl/S^I/JJOlfc^x^;!/ (0. 5 1ml) ^ITl 

A^07b^77^ - c^mtssi : * # y -)i/mm^^}i= 1 /3~ 1 / 1 ) 
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T-mw-?2>z.£iz&y, muit^mi. 24 g (jr*8 3%> &m&m&j&m<* 

[0 3 8 7] 

h NMR (400 MHz, CDCI3) 8 ppm : 1.12 (3H, t, J=7.0), 1.36 (3H, t, J=7. 
0), 1.86-1.98 (2H, m), 1.98-2.10 (2H, m) , 2.35-2.50 (2H, m) , 2.48 (2H, q 
, J=7.0), 2.73 (2H, m), 3.99 (2H, s) , 4.31 (2H, q, J=7.0), 4.43 (1H, m) , 
4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 
6.93 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=7.5), 7.4 
8-7.58 (4H, m). 

(###914) 3-^nn-4 - ( 1 — f vzfu tf;i/tr^y z?y-4 -jk** 
is) -huKy^fy 

##M8-e#e>tife3 -*nn-4 - (tf ^y vy-± -jjix* */) -hu 
Ky^y (1. 50g) ZTizhy (2 Omi) (cSib, mm (0. 

3 3ml) MisT Jikmik&om-f- h U (0. 18g) Srin^fetfe. £tt 

(0. 18g)SriOA, 3WJ|ffbfct> W (0..33ml) M>>7;* 

ifts^ith'j^A (o. i8 S ) ^mtlt^ £ e>ic^ffl"e— mmwLt^o 
ztizj:*). mmit&mi. 3 6g mmi 8%) zn&mft£.vTmr=. 0 

[0 3 8 8] 

X H NMR (400 MHz, CDClg) 5 ppm : 1.09 (6H, d, J=6.5), 1.90-2.00 (2H, m) 
, 2.00-2.15 (2H, m), 2.45-2.60 (2H, m) , 2.75-2.90 (3H, m) , 4.59 (1H, m) , 
6.98 (1H, d, J=9.0), 8.13 (1H, dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0). 

15) 3 - $ u u - 4 - ( 1 - >f v zfu tr;nf y yy - 4 - >f 
iz) r-y y 

i 4 x-mbtitc 3-^00-4 - ( 1 ->r y^n t^i/fcf^y 4 - 
-f ^ h n^>if > ( 1 . 3 6 g) zmm (30ml) izmML. 

T'-T-f^* (2. 7 0g) Sr^iox, I^T—liM^Lfc. £ 3i© L fc^. 
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5/ 1) •ei»»^«ifccj:y, eiBfls^fto. 9 9 g (IK 

$81%) 

[0 3 8 9] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.15 (6H, d, J=6.5), 1.80-2.20 (4H, m) 

, 2.66 (2H, m), 2.97 (2H, m) , 3.03 (1H, m) , 4.27 (1H, m) , 6.52 (1H, dd, 

J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.80 (1H, d, J=8.5). 

(###ji 6) n — [3 -?nn-4 - (i ->f vzfn tf;i/tf^y Vy- a 

5T*#e>tifc3 -^DD-4 - (1 ->f y^n^^'J ^>-4 - 
>f;i/^-dri/) T-Vy (9 8 5mg) **J2UU*Zy (20ml) iC^b, 

*#T, 7DDx;^-;i/gfiifji/ (o. 4 9mi) &tfi?ys>> (o. 59 
/^^;-;i/=io/i~3/i) T*¥f§g-rsr iitcj: y, esafl:-&<& 1 0 9 4 

mg (jRap 7 1%) &efe«De^H#4:UT»fe. 
[0 3 9 0] 

X H NMR (400 MHz, CDClg) 5 ppm : 1.10 (6H, d, J=6.5) , 1.33 (3H, t, J=7. 
0), 1.84-1.98 (2H, m), 1.98-2.12 (2H, m) , 2.50 (2H, m) , 2.76-2.90 (3H, m 
), 3.92 (2H, s), 4.29 (2H, q, J=7.0), 4.39 (1H, m) , 6.93 (1H, d, J=9.0), 
7.20 (1H, dd, J=9.0, 2.5), 7.39 (1H, d, J=2.5). 

(###| 17) N — [3-^OD-4 - (1-^V7°D tf J]y fcT^ V Vy - 4 ->f 

;i/^-dps/) 7x^;i/] -N- [3- (3->>t;7i3) -2- (e) -^d 

/<-;!/] ^^77 : E'f^Sxf^ 

##M2T'#«b*l7c3 - (3 ->>7 y 7i-^ -2- (E) ~ZfU^y-l 
(0. 4 6 g) , ##M1 6T'#£*l7cN- [3-70D-4 - (1 - 
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-f v zfu n^i/tf^'; vy- 4 7x.—)V\ x;i/7? ; E>f ;biiif 
& (1. 0 9g) Wh'J7i-;i/*^7 0 (o. 82g)£^?nn*#> 

(30ml) IC?§8?U *#T> 7y^^;^>tyxf;v (0. 48ml) £ 

iTifct, tit- mmwLt=. a RfoWLz-mmrmmLr^ mmttyvtif 
M7A^o?h^77-f - c^m^ : * # y -jvxmm^j\y= 1/2-1 

/1) T*«i§g1-&3£icj:*j. Wga^^i. i7g (iK^8 0%) zn&mtt 

[0 3 9 1] 

*H NMR (500 MHz, CDClg) 8 ppm : 1.08 (6H, d, J=6.5), 1.36 (3H, t, J=7. 
0), 1.84-1.95 (2H, m), 1.95-2.09 (2H, m) , 2.47 (2H, m) , 2.72-2.88 (3H, m 
), 3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.41 (1H, m) , 4.46 (2H, d, J=6.5) 
, 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 
7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.48-7.58 (4H, m) . 

(###ji 8) 4- ( 1 Vy-A -^^ar^-v) -3-^nn^ 

h w<y-\£y 

KyUy (1. 5 0g) W7*f ^y^t K (1. 04ml) fcs?^nn>i* 
y (3 0 ml) iZ^mh. *#T, m (0. 3 3ml) */ T J $ 
ith'J7A (0. 18g) &j&H*.fcffc, ^&T?3B3rlSI«#Ufc. iRl»©5tff«« 

>iv\fc«), i/7;*Mu^lt n y (0. i8g) fcfl&Afc^, $pj{c^ 
7h^7<f- wi:^^;-;b/^na^>=i/2o) iffifia-r 

S3£lC«J:»j, fi£^i0. 88g (&^4 8%) SjtfiMftSfcltf 

o 

[0 3 9 2] 

*H NMR (500 MHz, CDC1 3 ) 8 ppm : 0.94 (3H, t, J=7.5) , 1.35 (2H, m) , 1.5 

3 (2H, m), 1.92-2.04 (2H, m) , 2.04-2.15 (2H, m) , 2.44 (2H, m) , 2.53 (2H, 
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m), 2.75 (2H, m) , 4.62 (1H, m) , 6.99 (1H, d, J=9.0), 8.13 (1H, dd, J=9. 
0, 2.5), 8.30 (1H, d, J=2.5). 

(##Mi9) 4- ( i -zfmtz^v *jy-± -<4 -3-^nnr 

8l?#^tlfc4 - ( 1 - ^kT^li S?>-4 - >f ^t^) -3- 
Zuu-hu^y-gy (1. 4 8 g) zmm (3 0ml) izmML. gfittf 
(2. 8 1 g) feSDA, fiffiTf-lft«Mf bfe. fiJEtt&SiiUfetk 

*y-;b= 5/1-3/1) 7?»S8"TSri:lcj:*;, «IH^4* l . 0 9 g (JR 
$8 2%) &»6tt#4Mtfcl/T#fc. 
[0 3 9 3] 

X H NMR (500 MHz, CDClg) 8 ppm : 0.93 (3H, t, J=7.5), 1.34 (2H, m) , 1.6 
0 (2H, m), 1.92-2.02 (2H, m) , 2.08-2.18 (2H, m) , 2.62 (2H, m) , 2.79 (2H, 
m), 2.94 (2H, m) , 4.31 (1H, m) , 6.52 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, 
J=3.0), 6.79 (1H, d, J=8.5). 

(##09 2 0 ) N — [4- ( 1 -7>;bh^U Vy- 4 ->f -3-? 

##Ml9T'#?)^fe4- ( 1 -^/I/hT^U *Jy-4 -JJV**ci/) -3- 
^DD7-'J> (1. 09g) *VVUU*&y (20ml) lC?§fl¥U *K#T 
„ ^Dn^Ml M^ilfA/ (0. 5 2ml) 2&tfbfU S?> (0. 62ml) 

(«gfffiiS«E: i>^DD^^v^;-;i/=2 o/i-9/i) -emsgir 
SdiUcj:^ «ffl-ffc-£«U. 4ig 0K$84%) &I6jfcg«B#i:btff 

[0 3 9 4] 
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h NMR (500 MHz, CDC1 3 ) 5 ppm : 0.93 (3H, t, J=7.5), 1.34 (3H, t, J=7. 
0), 1.28-1.38 (2H, m), 1.54 (2H, m) , 1.86-1.99 (2H, m) , 2.02-2.15 (2H, m 

), 2.40-2.60 (4H, m) , 2.79 (2H, m) , 3.92 (2H, s) , 4.30 (2H, q, J=7.0), 4 

.41 (1H, m), 6.93 (1H, d, J=9.0), 7.21 (1H, dd, J=9.0, 2.5), 7.40 (1H, d 
, J=2.5). 

(##M2i) n- [4- ( i -y^;bn°^U Vy-4 -3-? 

u ay^-jvl -N- [3- (3-yy J y x.-jv) -2- (E) -7°n^-;i/ 

##M2T*f#ejtl^3 - (3 -Z/T S 7 - 2- (E) -y°V<y-l 

(0. 5 7g), ##M20t#^tlfeN- [4- (l-^;m 0 ^>J 

Vy- 4 -4)i**ci/) - 3 - >; uuy 7,)\>y t^e-Y JvmWi^JV (1 

. 4 l g ) M h y ? x. 7^f> (l. 02g) *V*7uu**y (30 

ml) ML *#T, T^VtSfr-ftymV^fr (0. 60ml) $:iTl 

A^D7h^77^ - (?§&?« : ^ ^ y -;i//0^3l^;i/= 1/2 0-1/1 
0) T-fti^SCl^Cj:*;, mUit&mi. 17g (1R$6 3%) Srjitfi&Ygptf; 

[0 3 9 5] 

X H NMR (500 MHz, CDC lg) "5 ppm : 0.93 (3H, t, J=7.5), 1.36 (3H, t, J=7. 
0), 1.28-1.40 (2H, m), 1.48-1.60 (2H, m) , 1.85-2.00 (2H, m) , 2.00-2.15 ( 
2H, m), 2.38-2.58 (4H, m) , 2.77 (2H, m) , 3.99 (2H, s) , 4.31 (2H, q, J=7. 
0), 4.38-4.52 (1H, m) , 4.46 (2H, d, J=6.5) , 6.22 (1H, dt, J=16.0, 6.5), 
6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7. 
40 (1H, t, J=8.0), 7.48-7.58 (4H, m) . 

(##M2 2) 4- ( l -K>i/;i/t°^u Vy- 4 --r;i/^-dr->) -3-^nn 
n buKyify 

Ky^y ( l . o o g) £N, N-j;^f;i/^;i/A7^ K (2 o m l ) izmML 
, *»T, ^>^Q75 K (0. 5 6ml) R&mmiJVVJ* (0. 81g 
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2 g (jr^5 7 5 %) ^M^m^mntLxmt^o 

[0 3 9 6] 

h NMR (400 MHz, CDClg) 5 ppm : 1.88-1.98 (2H, m) , 1.98-2.08 (2H, m) , 
2.42 (2H, m), 2.72 (2H, m) , 3.55 (2H, s) , 4.58 (1H, m) , 6.97 (1H, d, J=9 
.0), 7.23-7.37 (5H, m) , 8.12 (1H, dd, J=9.0, 2.5), 8.30 (1H, d, J=2.5). 

(##M2 3) 4- ( l -Ky^ji^KV *jy- 4 -^;v*5-y) -3-^nn 
7— u y 

##M2 2 r-m*>nt~4 - a-'<yV)\s\Z'<vyy-A->()\,**i/) -3 

-^DD-h U^yiiy ( 1 . 0 2 g) ZWWi (4 0 m 1 ) satt 
(1. 7 5g) feiH*., S/£?R : S:5ifiO&«, 3« 

= 10/1) T*5|f$gf S3iliC«ky, mZit&mo. 78g (KX§f§8 4%) 
[0 3 9 7] 

h NMR (400 MHz, CDClg) 8 ppm : 1.80-1.90 (2H, m) , 1.90-2.00 (2H, m) , 
2.26 (2H, m), 2.76 (2H, m) , 3.52 (2H, s) , 4.12 (1H, m) , 6.50 (1H, dd, J= 
8.5, 3.0), 6.72 (1H, d, J=3.0), 6.80 (1H, d, J=8.5), 7.25 (1H, m) , 7.28- 
7.36 (4H, m). 

(##i2 4) n — [4- ( 1 -siyifji^^v Vy- 4 -4)\,at-*y) -3- 

2 3 Vm^tlfc 4 - ( 1 *Jy-4 -<i A7t*ri/) -3 

-^DD7- U> (780mg) &^'^nD^^ (20ml) lC$gfl?U 7jc# 
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T» 9 n D;Ul/* — ;i/@f^^;i/ (0. 3 5 m 1 ) JkZfi? V Py (0. 4 0 m 1 

*7A^DVt>^77^- (WI:i|if;i//^^;-;i/=2 5/2) 7? 
WSS'TSifctCJ:*;, IKMlOUmg (P8 9%) 

[0 3 9 8] 

X H NMR (400 MHz, CDClg) 8 ppm : 1.33 (3H, t, J=7.0), 1.84-1.93 (2H, m) 
, 1.93-2.02 (2H, m), 2.36 (2H, m) , 2.73 (2H, m) , 3.54 (2H, s) , 3.91 (2H, 

s), 4.29 (2H, q, J=7.0), 4.37 (1H, m) , 6.92 (1H, d, J=9.0), 7.19 (1H, d 
d, J=9.0, 2.5), 7.27 (1H, m) , 7.29-7.37 (4H, m) , 7.38 (1H, d, J=2.5). 

(###|2 5) N- [4- (l-'<y*?J\/}£'<V*?y-4-'(A/yt*?i/) - 3- 
^nD7i-M — N — [3- (3 -Vr J 7x^b) -2 - (E) ~zfUK — 

##M2T'#e>*ifc3 - (3->>7;7x_;i/) -2- (E) -yn^>-i 

-Jt-)\J (0. 36g) , $#M2 4 T*#£*l£N- [4 - ( 1 

U 2?:/- 4 ->f ;i/^-^pi/) -3-^nn7i-;H ^^^y^^ji/KSJif-;!/ ( 

1 . 0 2 g) JkXf h U :7x^;i/**:7 Y > (0. 69g) ^^7Dn^^> (2 
Oml) IzmML, *?frT, yy^A/^^l^fil/ (0. 40ml) %mT 

fa^^l. 5 3 g (JK*jM») Srf^MMtltffe. 
[0 3 9 9] 

h NMR (500 MHz, CDClg) 5 ppm : 1.35 (3H, t, J=7.0), 1.84-1.93 (2H, m) 
, 1.93-2.02 (2H, m), 2.36 (2H, m) , 2.71 (2H, m) , 3.53 (2H, s) , 3.98 (2H, 
s), 4.30 (2H, q, J=7.0), 4.40 (1H, m) , 4.46 (2H, d, J=6.5), 6.22 (1H, d 
t, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.91 (1H, d, J=9.0), 7.23-7.37 (6 
H, m), 7.40 (1H, t, J=8.0) , 7.44-7.58 (4H, m) . 
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(###12 6) 3-^DD-4 - ( 1 -7jc*^;i/tf^U Vy-A ->f ;i/>T3fS/ 

##M8Tf#^tl^3 - (fcf^U i?>-4 --f ;b;f =3f £/) - h □ 
(9 57mg) £N, N-^f;i/^bAr^ K (20ml) tCi§»L 
, *#T. 7i^f;i/^0^ K (0. 6 1 m 1 ) D (7 7 Omg 

ss&i/'j*W7A^n7h^7^ - c^ffi^ : ^-v-y/mm 

g (M*7 0%) l^@fti:LT#fe. 
[0 4 0 0] 

X H NMR (400 MHz, CDClg) 8 ppm : 1.93-2.03 (2H, m) , 2.03-2.13 (2H, m) , 
2.46-2.59 (2H, m) , 2.61-2.71 (2H, m) , 2.73-2.88 (4H, m) , 4.61 (1H, m) , 6 
.99 (1H, d, J=9.0), 7.17-7.24 (3H, m) , 7.24-7.34 (2H, m) , 8.13 (1H, dd, 
J=9.0, 3.0), 8.31 (1H, d, J=3.0). 

2 7) 3-*nn-4 - (i-7x*f;i/t:^u^>-4-^;i/t^S/ 
) t-u y 

##09 2 6 3 n n - 4 - (1 -7i*f;i/bf^y ^?>-4 --f 

/I/** 2/) - hU^y^y (9 3 6 mg) (4 Oml) JC$g#U 

(15 4 Omg) &jna., Mt'-ii^bfe, £j£«&5iaLfctk 

-;i/=10/l) til?t5ri:(C<j:tJ, HIHft^#l7 2 0mg (JR^ 8 4 %) 
[0 4 0 1] 

X H NMR (400 MHz, CDClg) 8 ppm : 1.83-1.95 (2H, m) , 1.95-2.06 (2H, m) , 
2.37 (2H, m), 2.58-2.67 (2H, m) , 2.77-2.91 (4H, m) , 4.16 (1H, m) , 6.52 ( 
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1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.82 (1H, d, J=8.5) , 7.17-7.24 
(3H, m), 7.24-7.32 (2H, m) . 

(###12 8) n — [3-^nn-4 - ( l -7x^^;i/tf^u Vy-A -<i ;v 

##M2 7-ef#£*i£3 - (1 -7ai^^-;i/t 0 ^U Vy~A ->f 

;i/*3rS/) T-U> (7 2 0mg) £^?an*#> (2 0ml) &C?£8?U # 
V UUT.fyTfr—frWW.^K (0. 3 1 m 1 ) (0. 35m 

i) zmrLt^ muv3mmmwht~ a Rmm^m&rmmL. mm*** 
;w7A?n7h^7^ - (m&mm : MW.^fr/* 9 J -;i/= 2 5/2) 

T^ig-r-5)^i:{C J: y, ^fH-fb^#J 9 3 6 m g (K$8 9%) £M&&l>t7£H# 
[0 4 0 2] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.34 (3H, t, J=7.0), 1.88-1.98 (2H, m) 
, 1.98-2.08 (2H, m), 2.48 (2H, m) , 2.60-2.70 (2H, m) , 2.76-2.89 (4H, m) , 
3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.41 (1H, a) , 6.93 (1H, d, J=9.0), 7 
.18-7.24 (4H, m), 7.24-7.33 (2H, m) , 7.39 (1H, d, J=2.5). 
(###J29) N — [3-^DD-4 - ( 1 - V x. * \£ ^ U Vy - 4 - <i Jl 
7x.-)\s~\ -N- [3- (3-i/7;7i-;i/) -2- (E) -?W< 

##M2tf &4xfe3 - (3->>7;7iUl/) -2- (E) -zfuKy-1 
-*-Jl (3 2 5 mg) , 2 8T*#e>tlfeN- [3-*nn-4- (1 - 

(9 3 6mg) U 7i^dx^7-f > (6 1 Omg) ^'^DD^> ( 

2 0ml) JC&JWU *#T, 7!/y*^>i^if;i/ (0. 3 6ml) %m 

;i/^j7A^D7h^77^ - (^ffi^ : BfBftx*- 1/2 
-g^zn^;!/©^) T'mm~?2>Z.HlZ£ U> *ffi^ftl0 13mg (JRsp 8 4 
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[0 4 0 3] 

h NMR (500 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.87-1.98 (2H, m) 
, 1.98-2.09 (2H, m), 2.47 (2H, m) , 2.60-2.68 (2H, m) , 2.76-2.87 (4H, m) , 
3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.43 (1H, m) , 4.46 (2H, d, J=6.5) , 6 
.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7. 
17-7.23 (3H, m), 7.23-7.34 (3H, m) , 7.40 (1H, t, J=8.0), 7.48-7.58 (4H, 
■»)• 

(###13 0) 3-^nn-4 - ( 1 -y sl-ji^^v Vy- 4 --f ;i/>f 3riO 
— h uKyif y 

##M8-e#^tife3 -^nn-4 - (tr^u Vy- 4 ->f jv**y) - bu 
^y^£y (2. 6 8 g) , 7u=£Ky^y (l. 9 7 g) , 2 - (V- t 
;i/*X7-f ;) lf7i-;i/ (0. 62g) , hU^ (i;^>^''Jr>7^h» 
5?/* 9 Vy\u ( 0 . 9 5 g ) , &t>* t -^S^ i/t h 'J (1. 20g) £ h 
(30ml) iClSLfet, 80rt2^ril^bfc o "£ 

> ^IB'fb^l. 8 6g (JR^5 4%) 
[0 4 0 4] 

: H NMR (400 MHz, CDClg) S ppm : 2.00-2.10 (2H, m) , 2.11-2.21 (2H, m) , 
3.24 (2H, m), 3.48 (2H, m) , 4.73 (1H, m) , 6.88 (1H, t, J=7.5) , 6.95-7.00 
(2H, m), 7.03 (1H, d, J=9.0), 7.25-7.32 (2H, m) , 8.15 (1H, dd, J=9.0, 3 
.0), 8.31 (1H, d, J=3.0). 

(###13 1) 3-^DD-4- (1 - 7jl-)1¥<<V vy-A -JJltfify) 

7— u y 

###J3 0T*#e>tl^3 - * □ □ - 4 - (1 -7o:^;i/tf^U i^>-4 --f;i/ 
*=3f^) ^hn^>if> (1. 8 6 g) *WWL (35ml) IC?#8¥U M^?* 
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im* (3. 3 2g) fcflDx., BIffiT? 1 B£H38I^L£ 0 5ii Lfc«, 5 

[0 4 0 5] 

X H NMR (400 MHz, CDClg) 5 ppm : 1.90-2.01 (2H, m) , 2.03-2.12 (2H, m) , 
3.07 (2H, m), 3.55 (2H, m) , 4.27 (1H, m) , 6.53 (1H, dd, J=8.5, 3.0), 6.7 
4 (1H, d, J=3.0), 6.81-6.87 (1H, m) , 6.84 (1H, d, J=8.5) , 6.96 (2H, d, J 
=8.0) 7.23-7.29 (2H, m) . 
(##M3 2) N- [3-^DD-4 - ( 1 - V U ~ 4 ->f M 

##M3 1 T*#e>*i7c3 - ^7 n n - 4 - (1 -7x-;b^u > - 4 - >f ;u 

tf^rS/) T-U> (1. 69g) SJ?^Dn^*> (25ml) IZ&ML. 

T, * n uxiiTis—jvmm^K (1. i5g)(D^nn^*> (5mi)8 

*&tftfUS;> (0. 50ml) &»TLfcft, ijST'2^Wlfe 0 

-tf->=2/3) T'JffSg-rSr^tCJ; »J, mmfc&m2. 23 g (J|X§p8 8%) £ 
[0 4 0 6] 

h NMR (400 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 1.95-2.05 (2H, m) 
, 2.06-2.15 (2H, m), 3.17 (2H, m) , 3.50 (2H, m), 3.92 (2H, s) , 4.30 (2H, 
q, J=7.0), 4.52 (1H, m) , 6.86 (1H, t, J=7.5) , 6.94-7.00 (2H, m) , 6.97 ( 
1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.25-7.30 (2H, m) , 7.40 (1H, d 
, J=2.5). 

(###13 3) N- [3-*nn-4- (l-7i-Jl/tf^Ui;>-4-^M 
3f£/) 7i-M -N- [3- (3 -i/7 J 7 3L—)l) -2 - (E) -^U^- 
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)ll XJl/7 7 : E'f>ll/Mxf;i/ 

##«2T?# *>tlt=.3 - (3-i/7;7xljl/) - 2- (E) -7a^>-l 

(o. 4ig), ##M3 2T-#^ti7^N- [3-*nn-4 - ( 1 - 

1. 1 6g) WhU7i-;i/^X7>f> (0. 8 7 g) i^DD^^ (2 

5mi) tcis»u, *#t> r a s?x*-;i> (o. 5 2 mi) 

*7A^n7h^77-/ - (M?§I:»ix^/^Dn^> = 1/12 
) X*mm-tZZ.lHZ& y, *flBfl:^*l. 4 5g (lR^9 5%) £M-fiM5£7£@ 

[0 4 0 7] 

*H NMR (400 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.95-2.05 (2H, m) 
, 2.06-2.16 (2H, m), 3.18 (2H, m) , 3.49 (2H, m) , 3.99 (2H, s) , 4.31 (2H, 

q, J=7.0), 4.47 (2H, d, J=6.0), 4.55 (1H, m) , 6.23 (1H, dt, J=16.0, 6.0 
), 6.42 (1H, d, J=16.0), 6.86 (1H, t, J=7.5) , 6.93-6.99 (2H, m) , 6.97 (1 
H, d, J=9.0), 7.24-7.30 (2H, m) , 7.33 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, 

J=7.5), 7.49-7.58 (4H, m) . 

(##09 3-4) 3-*nn-4-.(i-* h^ri/^;b^-;i/^^;m°^u s?>- 
##M 8 r-m f)tife3-^DD-4 - (bf/<y yy-4 - hn 

lyUy (1. 00g) 5:N, N-i?^f;^M7 ^ K ( 2.0 m 1 ) IzmML 
, *#T> ^n^ftSft^^A' (0. 4 3ml) &t>*j^# 'J7A (0. 8 1 g) 
& JD*. fell, M"C-lft«#Pkfc. fiJC««:»llx^^T?#3RLfc«, 

ft, ^g5:i/'JAW7Ai'D7b^77^ - (»ffi*«E : Mfcx^/l,) 7f» 
Sg-TSZli:lci:y, *BBft#»l. 16g (JRap9 0%) ^ffiMiStlt 

[0 4 0 8] 

*H NMR (400 MHz, CDC1-) 5 ppm : 1.93-2.04 (2H, m) , 2.04-2.15 (2H, m) , 
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2.59-2.69 (2H, m) , 2.73-2.83 (2H, m) , 3.29 (2H, s) , 3.74 (3H, s) , 4.62 ( 
1H, m), 6.98 (1H, d, J=9.0), 8.13 (1H, dd, J=9.0, 2.5), 8.31 (1H, d, J=2 
.5). 

(##093 5) 3-?nn-4 - ( i h*i/*ji#-)i*?-)i¥^v Vy- 

##M3 4T-#e>ti^3 -^no-4 - (l h^ri/^;i/^r.;i/^^;i/H°^ 
U >Jy-4 - Jj\s**ri/) - hu^yify (1. 1 6 g) %mm (3 0ml) IC 
*»U tSttf^ (2. 0 9g) £#Dx, HIT— tl^lfe. fiJS*S: 

- (mmmm: wm=.m/*# s-&=2 5/1) ^rass-r si « 

Kft^fcO. 79 g (iK^7 5%) &tfiM^i:lT#fe 0 
[0 4 0 9] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.87-1.95 (2H, m) , 1.95-2.03 (2H, m) , 
2.43-2.53 (2H, m) , 2.77-2.86 (2H, m) , 3.25 (2H, s) , 3.73 (3H, s) , 4.17 ( 
1H, m), 6.51 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.80 (1H, d, J=8 
.5). 

(##M3 6) n — [3-?nn-4 - ( 1 h *i/*> jw^v 
vy- 4 -j)\s**ci/) -73L—)i] xji? ^/»»if;i/ 

##M3 5T*#e>tifc3 -*nn-4 - (1 - * hdfS/5&;i/5tf— ;i/*^;bhf/< 
V Z?y- 4 - J T—Vy (0. 7 9g) trV9UU*&y (2 0ml 

) IzmML, *#T> *n -;i/»gftx^;i/ (0. 3 7ml) fctfify*? 

> (0. 4 3ml) &?»TLfctfe, llt'-^lfc. £J£«S:«EET»*L 

M£&*S1. 06g (iRs£8 9%) &Jtfi?fl«4l>Ki:LT»fc. 
[0 4 10] 
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X H NMR (500 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 1.90-1.99 (2H, m) 
, 1.99-2.08 (2H, m), 2.53-2.62 (2H, m) , 2.75-2.84 (2H, m) , 3.27 (2H, s) , 
3.74 (3H, s), 3.91 (2H, s) , 4.30 (2H, q, J=7.0), 4.41 (1H, m) , 6.92 (1H 
, d, J=9.0), 7.20 (1H, dd, J=9.0, 2.5), 7.39 (1H, d, J=2.5). 

(###13 7) n — [3-*nn-4- ( i hdps/*;b/jf— ^^^^tr^u 

Vy-A -JJVyt^i/) 7i-M -N- [3- (3 -2/7 J 7i-^) -2- 
(E) -^n^n;i/] ^;i/7r ; E>f;Wxf ;i/ 

###j2T*#e>*l£:3 - (3->>7;7i-;i/) -2- (E) -^P^>- 1 
(0. 39g) , ###|3 6T*#e>*lfeN- [3 D.O-4 - ( 1 - 

^.h^rS/*;bdf— ;i/^^;i/tfKU s;>-4 ->f ;i/*-3r*/) 7i-^/] ^;i/77=E 

jjimm^K (i. 06g) MhU7x-;i/!i>x7>f> (o. 74g) sj; 

^nn*#> (30ml) JC*#U *^Tv Ti/^^^^i^xf^ (0. 
4 4ml) ^iTim 3HfiT?-WMK#Lfc. fijS*«:*fiET»iWLfe«, 

3hlCJ:»J, 1. 70 g (JR«*») &Jtfi«pR4MCfcLT#fc. 

[0411] 

h NMR (500 MH2, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 1.90-1.99 (2H, m) 
, 1.99-2.08 (2H, m), 2.54-2.63 (2H, m) , 2.75-2.84 (2H, m) , 3.27 (2H, s) , 

3.73 (3H, s), 3.98 (2H, s) , 4.31 (2H, q, J=7.0), 4.45 (1H, m) , 4.46 (2H 
, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, 

d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.44-7.58 (4 
H, m). 

(###13 8) N — [4- (1 -7i2^;i/tr^cu *jy-± -3- 
^nn7ix;i/] ^^7 7=E^fjl/Sixf^ 

i 0T?^e>tifc4 - ( i -7-fef ;utf^u yy-4 ->(ji**z/) -3 

-^Dn7-U> (650mg) &i>"?DD*#> (20ml) JC?§8?U frft 
T, ?UUX;\,fc—;iWMx.*Jl (0. 3 3 m 1 ) &r>*H°U 2>"> (0. 39ml 
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i o/i) mm-* satiety, giBfb^7 7 3mg mm 

7 6%) feaftMftRtlTffe. 
[0 4 12] 

h NMR (400 MHz, CDC1 3 ) 8 ppm : 1.34 (3H, t, J=7.0), 1.82-1.98 (4H, m) 
, 2.13 (3H, s), 3.47 (1H, m) , 3.63 (1H, m) , 3.72 (1H, m) , 3.84 (1H, m) , 
3.92 (2H, s), 4.30 (2H, q, J=7.0), 4.60 (1H, m) , 6.94 (1H, d, J=9.0), 7. 
23 (1H, dd, J=9.0, 2.5), 7.41 (1H, d, J=2.5) . 

(###13 9) n- [4- ( i -y-fe^;i/H°^y vy-± -A -3- 

^DD7x-;i/] — N — [3- (3 ~V7 J 7i-W -2- (E) ~zfW<=. 

##M2T*#e>tife3 - (3-i/r;7i-;b) -2- (E) -zfw<y- 1 

(3 2 3 mg) , ##«3 8T*W^4xfeN- [4 - (1 - 7 M * Jl if K 

V i/'y- 4 - J - 3 - V n n 7z-^] ^;i/7 7=E-<^ig8xf;i/ ( 

7 7 3 mg) h 'J7x^b*^7>f y ( 5 8 1 mg) ZVtUUZZy (2 

0ml) JC$g#U zk#T> 7^^*;^^^^ (0. 3 4 ml) 

= 9/1) T'WISl'rSitJCj: y, *Eft^*7 3 3mg (^7 1%) 
[0413] 

*H NMR (500 MHz, CDCI3) 8 ppm : 1.36 (3H, t, J=7.0), 1.82-1.98 (4H, m) 
, 2.12 (3H, s), 3.48 (1H, m) , 3.61 (1H, m) , 3.70 (1H, m) , 3.85 (1H, m) , 
3.99 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 4.63 (1H, m) , 6. 
22 (1H, dt, J=16.0, 6.5), 6.42 (1H, d, J=16.0), 6.94 (1H, d, J=9.0), 7.3 
4 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0), 7.48-7.58 (4H, m) . 
(###14 0) 4- ( 1 -^JlA^E-f iitz^v vy-A -4 -3-? 
uo—b □ ^>if y 
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i' 

#%i8 x-m^titc 3 -9 u a - 4 - (tf^u Vy-A ->()\,**V) -hu 
s<yHy (500mg) SN, N ;i/T-fe hT5 K (10ml) lC?£j§?L 
, *#T, i/T>mUV?& (7 9 0 mg) £fi"C-lft«flS0&. £l£ 

(DmfttfM^tztb. Vyym.il A (7 9 0 mg) 4oice-i*ff 
L£^> 4 N^fcTK*^^^** (1. 0ml) $r^DA, 3 £ tcMT? 1 B£ 

mg (^8 8%) &^6i#tlTfffe. 
[0414] 

X H NMR (400 MHz, CDClg) 5 ppm : 1.53-1.67 (2H, m) , 1.86-2.00 (2H, m) , 
3.18-3.31 (2H, m), 3.51-3.64 (2H, m) , 4.92 (1H, m) , 7.49 (1H, d, J=9.0), 
8.20 (1H, dd, J=9.0, 2.5), 8.33 (1H, d, J=2.5). 

(##M4i) 4- ( 1 -ijjvA^j ;i/tf^u Vy- 4 -<{ fr***/) -3 -9 
UUT—Vy 

##M4 o-e»e>4xfc4 - (1 -^;i//t^-r;i/t^^'j vy- a ->oi**cV) 

-3 -^DD-hD^>€>. (1. 2 5 g) ZWm (3 0ml) lC*§fl?U 
Tftf»* (2. 47g) Bf«T-lftBlffL/fe.-SlS*S:55iLfe*, 

^;-;i/=20/i) t'iSltsz:i:(cj:y, *ffi-ffc#»o. 9ig (jk^8 
1%) 

[0 4 1 5] 

h NMR (500 MHz, CDCI3) 8 ppm : 1.80-1.96 (4H, m) , 3.30-3.40 (2H, m) , 
3.62-3.72 (2H, m) , 4.33 (1H, m) , 6.52 (1H, dd, J=8.5, 3.0), 6.74 (1H, d 
, J=3.0), 6.81 (1H, d, J=8.5). 

(##094 2) N- [4- ( 1 -#;i/A^E-f ;i/tf^U VV-4 -4Jl**V) - 

##M4 iT*#£*ifc4- ( 1 -nuvrt^j ;i/tf^U Vy- 4 --r;b^-^r>» 
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- 3 UUT—V y (907mg) ^VV UU*$y (20ml) JC?£8¥U 
*#T> * O UXJ\sfc-JlMm^)l> (0. 4 5ml) VZ?U \£JV^ 

(0. 8 8ml) &lTtm MT- BfcSlf#L£ 0 £/&<Z)jt?f 
* □ UT.fy'fo-fyWW.^fr (0. 05ml) SrflD*., $?>(C^^T'2 

vuu**y/*z j -)\s=z o/i~2 o/i) -eTO-rsiiiicj: y, &gs 

M8 0.9mg 012^5 7%) 
[0 4 16] 

h NMR (400 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 1.83-1.99 (4H, m) 
, 3.47 (2H, m), 3.61 (2H, m) , 3.92 (2H, s) , 4.30 (2H, q, J=7.0), 4.58 (1 
H, m), 6.94 (1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.41 (1H, d, J=2. 
5). 

(##M4 3) N- [4- ( 1 -jMb/i'tJfl/V'iv Vy~4 -j}V**ri/) - 

3-^nn7i-;i/] — n — [3- (3 -yy J 7i- ;v) - 2- (e) -zfu 
&3%m2.x*mhtitc 3 - (3-i/r;7i-;i/) -2- (e) --fn^y- 1 

-yt-Jl (3 2 2 mg) , ##M4 2-ef9e>nycN- [4 - ( 1 - ijJVrf^J 
fcf^U i^>-4 — - 3-^DD7i-;i/] X^??^^^^ 
;i/ ( 8 0 9 m g) RZ? b V 7i-/l/*^7^ y (6 10mg) S^Dn^*> 
(2 0ml) lCiS»L, *#T, 7 4 ;^^>Hyifil' (0. 3 6ml) & 

n?h^77-f - (?§ffi?§^ : Bf^x^i,/* # J -;i/= 1 0/ 1 ) 

Vmm-tZ>Z.£K& U, «fift^«|10 15mg (^9 4%) &&*H&*R5£?g 
[0417] 

*H NMR (500 MHz, CDC lg) 8 ppm : 1.36 (3H, t, J=7.0), 1.84-1.99 (4H, m) , 
3.48 (2H, m), 3.59 (2H, m) , 3.99 (2H, s) , 4.31 (2H, q, J=7.0), 4.47 (2 
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H, d, J=6.5), 4.62 (1H, m) , 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=l 
6.0), 6.94 (1H, d, J=9.0), 7.33 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0 
), 7.49-7.57 (4H, m) . 

(###144) 3-^nn-4- ( i # >x;i/*^;i/t?^u Vy- 4 -^r;i/ 
**y) — VuKy-gy 
###J8 r^f^tife 3 n n - 4 - (tf/^u yy-4 -jjv**y) —bu 

s<yHy (1. OOg) S:S?{rnDjl*>' (20ml) KSHiBU *#T> ;* # 
>^;i/*-;i/^7 n U K (0. 8 3ml)Xtfh'JlW^> (1. 0 9 ml) 

*Vy=l/l) T*mm?Z>Z.£.iZ& U, ^SBftl^JO. 9 6g (JR^7 3%) 

l/tffc. 

[0 4 1 8] 

X H NMR (500 MHz, CDC1 3 ) 8 ppm : 2.06-2.14 (4H, m) , 2.84 (3H, s), 3.29 
(2H, m), 3.55 (2H, m) , 4.82 (1H, m) , 7.00 (1H, d, J=9.0), 8.16 (1H, dd, 
J=9.0, 2.5), 8.33 (1H, d, J=2.5). 

(##i4 5) 3-*nn-4- ( l # >^;i//J>— ;i/tf^u 4 --f ;i/ 

^-dr^) r-y> 

##W4 4 T^#^tlfe 3 - ? D □ - 4 - (1 # >^;i/^^;i/bf^U 
4 ->T;i/^-^i/) - Nn^>if> (9 55mg) £M (30ml) fC?§B?U 
^T'-rt 5 ^ (1 6 9 0mg) &#0x., (H^T— M^L^ 0 3 L 

/<\*-V-y=5/3) T>mm?ZZ. HiZj: »J, «ffift^«7 3 7mg (JRap 8 5 

%) ^ffei^ifttbtifc. 

[0419] 

X H NMR (500 MHz, CDClg) S ppm : 1.92-2.08 (4H, m) , 2.81 (3H, s) , 3.33- 

2 2 8' 2002-301 1 469 
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3.45 (4H, m), 4.38 (1H, m) , 6.54 (1H, dd, J=8.5, 3.0), 6.74 (1H, d, J=3. 
0), 6.80 (1H, d, J=8.5). 

(##M4 6) N- [3-^nn-4 - ( i # y x frits -ji^^v *Jy- 4 
###|4 5T*#^ti7c3 - ^nn-4 - (1 ^ >x;i//j>n;i/tfKU 

4--f;i/^-^>» 7— U> (7 3 7 mg) £^?Dn*#> (20ml) 

L, zfc^T, ^Dn^;i/*-;i/i|jif^ (0. 3 3ml) St>*tfU^> (0. 

3 9ml) ZmTLfc&. ^T'lUFIl^bfe. £^&Ii^x^;i/T-#f*L 

5A?n7h^77^- (^ffi^g£ : M?X^;i///\3ri7->=3/2) T'ffi^l- 
Sd^Cfc U> giaM8 0 5mg (MS7 3%) &$k&Mfe1&Mfa £. IT# 

[0 4 2 0] 

: H NMR (400 MHz, CDClg) 8 ppm : 1.26 (3H, t, J=7.0), 1.96-2.10 (4H, m) 
, 2.82 (3H, s), 3.31 (2H, m) , 3.47 (2H, m) , 3.92 (2H, s) , 4.30 (2H, q, J 
=7.0), 4.62 (1H, m), 6.93 (1H, d, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.4 
2 (1H, d, J=2.5). 

(t#M4 7) N — [4- ( i -#;w?^e-f ;i/fcf^y yy-4 -^fryt^-i/) - 

3-?nD7iliH — N — [3- (3-i/7;7i-jb) -2- (E) — "7° n 

##M2 T'#^tl7c 3 - (3-i/7;7i-;i/) -2- (E) -^P^>- 1 
(2 9 6 mg) , ##M4 6 T*#<b*l£:N - [3-*nn-4- ( 1 - 

* # yzsfrfo—jv^'tv Vy- 4 - J )i*iri/) y^—fr^ frUW. 
X^;i/ (8 0 5mg) %.tfh U 7x-;i/*;^7^ > (5 6 0mg)'fcy^DD^ 

$y (20ml) izmmv. *#t, ry^^;i/^>i?^x^;i/ (o. 3 3 mi 
) zmrLt^ ^T'5^ramf#ufe 0 %.j&mzffij±Tmmi,t=.%i. myitis 

2 0/1-10/1) T*mm-tZ>Z£lZ£ ^fB-fb-^#8 3 5 mg (lR*f3 7 9 
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[0 4 2 1] 

h NMR (400 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.96-2.09 (4H, m) 
, 2.82 (3H, s), 3.30 (2H, m) , 3.48 (2H, m) , 3.99 (2H, s) , 4.31 (2H, q, J 
=7.0), 4.47 (2H, d, J=6.5) , 4.65 (1H, m) , 6.22 (1H, dt, J=16.0, 6.5), 6. 
42 (1H, d, J=16.0), 6.94 (1H, d, J=9.0), 7.35 (1H, dd, J=9.0, 2.5), 7.41 
(1H, t, J=7.5), 7.50-7.55 (2H, m) , 7.56 (1H, s) , 7.56 (1H, d, J=2.5). 

(###14 8) 3-^nn-4 - [l - (2-bfUi?;b) t?^ y yy- 4 -^f;b 
##M8T#e>tife3 -^nn-4 - (tf^y Vy-A ->f ji^^y) -hn 

^>i£> (3. OOg) $:tfUi?> (30ml) ClIL, 2 - ^ □ ^ bT 

(1. 2 5ml) &an*.feffe, 150rt'16Hraiffbfe o 
fi*T?*SJLfcft, »"|*x*-;i/'r*MRU ttfHA**T?«si^L, ^««£*lfcK«fc 

^nvb^77^- : l»if^A*f>= 1/2) T'MS^t-^r 

iliCfcU, ^SBfb^O. 8 0 g (IR^2 0%) ^SfiS^t Ltifc. 
[0 4 2 2] 

*H NMR (500 MHz, CDClg) 5 ppm : 1.93-2.06 (2H, m) , 2.06-2.17 (2H, m) , 
3.60-3.72 (2H, m) , 3.79-3.90 (2H, m) , 4.79 (1H, m) , 6.64 (1H, dd, J=7.0, 
5.0), 6.71 (1H, d, J=8.5), 7.04 (1H, d, J=9.0), 7.50 (1H, m) , 8.16 (1H, 
dd, J=9.0, 3.0), 8.20 (1H, dd, J=5.0, 2.0), 8.32 (1H, d, J=3.0). 

(###14 9) 3-^nn-4 - [l - tr^u yy-4 -<i ji 

#t«4 8Tf#ei*ifc3-^nn-4- [l- (2-tfUi?;i/) tT^Ui/">- 
4 ->f — h D^>if > (79 6mg) (4 Oml) JCjgfl¥U 

MT'tf»* (1 4 2 0mg) ItlMTL. Wfit-tt«ff Ufe. jRjfcSfc&SifiL 
fell, 5H?:SETlil, »aE&»!fcx^;bTMMRLfc«, h U 9 
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/^^ry= 1/1) T*nm-tZZ.£.iZ& y, SgBik^6 8 0mg (JR^9 4 
[0 4 2 3] 

X H NMR (400 MHz, CDClg) 5 ppm : 1.83-1.95 (2H, m) , 1.97-2.07 (2H, m) , 
3.41 (2H, m), 3.95 (2H, m) , 4.34 (1H, m) , 6.53 (1H, dd, J=8.5, 3.0), 6.5 
9 (1H, dd, J=7.0, 5.5), 6.69 (1H, d, J=8.5) , 6.74 (1H, d, J=3.0), 6.85 ( 
1H, d, J=8.5), 7.47 (1H, m) , 8.19 (1H, m) . 

(##$f so) n — [3-^nn-4 - [l - ( 2 - tf y tf ^ y *jy - 4 

##«4 9 T-m^tlfc 3 D D - 4 - [1- ( 2 - tf 'J tf^s'J 
4 ->f ;i,;f 3r>>] T-y> (680mg) &*J>?UU*Zy (20ml) SC?£J§? 

L> *#T> ^nnx;b*-;nfixfjy (o. 3 2 m 1 ) &tftf (0. 

3 6ml) S:»Tlfe«, Sfi-e-II^Lfc. SlSMSrPKx^^T^Lfc 

riKCfcy, fcgBfb^ffc 8 5 8 m g (1R$8 5%) LTf# 
[0 4 2 4] 

h NMR (400 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 1.88-1.98 (2H, m) 
, 1.98-2.08 (2H, m), 3.56 (2H, m) , 3.86 (2H, m) , 3.92 (2H, s) , 4.30 (2H, 
q, J=7.0), 4.58 (1H, m), 6.61 (1H, m) , 6.70 (1H, d, J=8.5), 6.97 (1H, d 
, J=9.0), 7.23 (1H, dd, J=9.0, 2.5), 7.40 (1H, d, J=2.5), 7.48 (1H, m), 
8.19 (1H, m). 

(##M si) n- [3-*nn-4 - [l - ( 2 - tr y V)v) \£k y vy - 4 

--r;i/^^r2/] 7i-M — N — [3- (3 -i/T J 7 -2- (E) - 

##M2-e#e>*i£3 - (3-i/r;7i-;i/) -2- (e) 1 

-yt-JV (3 16 ms), 5 0 1??#e>*l£:N - [3-^OD-4 - [ 1 - 
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(2-tfUi?;i/) tf^cu i?y- 4 ->f jv**-*/] 7i-M ^ 7 .^e -OHf^ 

(8 5 8mg) N U :7ol— > (5 9 0mg) £ □ n * 
(20ml) fC»*0, *7frT, rWilJl'RyUVttn* (O. 3 5 ml 

*TO7A^n?h^77^ - mmmm •. y^an^^/iix^= i 
o/i) -ewss-r satiety, «aa-fb^i ioom g (jk$9 8%) 

[0 4 2 5] 

*H NMR (500 MHz, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 1.88-1.98 (2H, m) 
, L 98-2. 08 (2H, m), 3.57 (2H, m) , 3.84 (2H, m) , 4.00 (2H, s) , 4.31 (2H, 

q, J=7.0), 4.47 (2H, d, J=6.5) , 4.61 (1H, m) , 6.23 (1H, dt, J=16.0, 6.5 
), 6.42 (1H, d, J=16.0), 6.61 (1H, dd, J=7.0, 5.0), 6.69 (1H, d, J=8.5), 

6.97 (1H, d, J=9.0), 7.33 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0), 7. 
48 (1H, m), 7.50-7.58 (4H, m) , 8.19 (1H, m) . 

(##$15 2) 3-^OD-4 - [1- (3-tfU2;;i/) tfK'J Vy- 4 - 4 

-huKyify 

##i8t#e>tife3-^na-4- (tf/<u vy- 4 -4A^^-y) — hn 
^y^iy (2. 7 2g), 3 -zfu=E¥V py (2. oig) , 2--(s?-t- 
yf;i/^7^;) tf^i^;i/ (o. 3 2g) , mj* (i;^>^'jf>7th 

» (0. 4 9 g) , J&tft h*ris+ h U ?A ( 1 . 2 2g) 

£h;i/X> (3 0ml) (C?Mb7^, 7 0 °C T* 2 B$iM# b 
£T*#£Pb£^, *M)£3£U MJ±T?£$;£©£ l> fc„ nmZWm^?- JIT* 

tb'J-)A«bfe. ^JET?§g£&©£L£^ ^fc^'J^^b^A^n 

3^{CJ:U, mMt&tyl. 5 6g (l|X^4 4%).$:ifeifti:Ltffc 0 
[0 4 2 6] 

X H NMR (400 MHz, CDCI3) 8 ppm : 2.03-2.22 (4H, m) , 3.31 (2H, m) , 3.49 
(2H, m), 4.77 (1H, m) , 7.03 (1H, d, J=9.0), 7.18 (1H, dd, J=8.5, 4.5), 7 
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.24 (1H, m), 8.12 (1H, dd, J=4.5, 1.5), 8.16 (1H, dd, J=9.0, 3.0), 8.32 
(1H, d, J=3.0), 8.36 (1H, d, J=3.0). 

(###15 3) 3-^nn-4 - [l - (3-t?u^;i/) n°^y Vy-A -jjv 

##M5 2T*#e>tlfe3 - [1- (3-tfU^;i/) tf^U^>- 

4 ->r;i/^-^i/] nha^>i£>(l. 54g) &ffBft (3 0 m 1 ) tC?£8?U 
MT»T"r»5fc (2. 7 4 g) fein*., HMTl©ra«*PUfc. &JS«&3ifiL 

39 g (JR*B9 9%) &t6MMfcbt#Ac„ 
[0 4 2 7] 

X H NMR (400 MHz, CDCI3) 8 ppm : 1.92-2.11 (4H, m) , 3.14 (2H, m) , 3.56 
(2H, m), 4.31 (1H, m) , 6.53 (1H, dd, J=9.0, 2.0), 6.74 (1H, d, J=2.0), 6 
.84 (1H, d, J=9.0), 7.16 (1H, dd, J=8.5, 4.5), 7.21 (1H, m) , 8.08 (1H, d 
, J=4.5), 8.34 (1H, d, J=2.5). 

(###15 4) n — [3-^nn-4 - [1- (3-tru^;b) tr^ys?>-4 
##ffiT5 3T*#e>tife3 -*na-4 - [l- (3-tfU^;i/) tf^y^>- 

4->f;i/^^i/] T-'J > (1. 38g) ^^D0^^> (20ml) lC?§fl? 

L, *?£T, ^nn^^^-^Bf^x^;^ (0. 9 3 g) <Z)^?nn*#> (5 
ml) MWtf'J^XO. 3 7ml) Sr^TLfefL Mt2^W#Ufc 

M:^^QD^^>/^it;-Jl/=9/l) TfitszhJci:';, tlfEft 
Hr#fl. 6 l g 8%) ^iSfiMBfttltit. 

[0 4 2 8] 

X H NMR (400 MHz, CDC1 3 ) 6 ppm : 1.33 (3H, t, J=7.0), 1.97-2.15 (4H, m) 
, 3.24 (2H, m), 3.51 (2H, m) , 3.93 (2H, s) , 4.29 (2H, q, J=7.0), 4.56 (1 
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H, m), 6.97 (1H, d, J=9.0), 7.18 (1H, dd, J=8.5, 4.0), 7.21-7.28 (2H, m) 
, 7.42 (1H, d, J=2.5), 8.10 (1H, d, J=4.0), 8.35 (lH,s). 

(##M5 5) n- [3-^an-4 - [l - (3-truiW e^-ys?>-4 
->r;i/7}-^i/] 7x-;i/] -n- [3- o-^7;7i-;i/) -2- (e) - 

##M2T*#e>*ife3 - (3-i/7;7i-;i/) -2 - (e) 1 

(2 9 4 mg) , #%M5 4t*#f)tl;feN- [3-*Cin-4- [ 1 - 

(3-tru^;i/) \?s<v Vy- 4 - j ;\s*3ci/] 7ii;b] ^ ;i/ ^ t =e -Y 

(8 4 0mg) ^.t>* h U 7 m— i^^7^ > (6 3 0 mg) £ ^ a a * 
#y (20ml) izmML. *#T> T^JViJ^ymV^)]/ (0. 38ml 

7/3) T'fii§g-f £3£IC J: y, «8B^#4to 2 0 6 0 m g (iR^Jgftlft) £Jt& 
[0 4 2 9] 

h NMR (400 MHz, CDCI3) 8 ppm : 1.36 (3H, t, J=7.0), 1.97-2.16 (4H, m) 
, 3.25 (2H, m), 3.49 (2H, m) , 4.00 (2H, s) , 4.31 (2H, q, J=7.0), 4.47 (2 
H, d, J=6.5), 4.60 (1H, m) , 6.23 (1H, dt, J=16.0, 6.5), 6.42 (1H, d, J=l 
6.0), 6.97 (1H, d, J=9.0), 7.34 (1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0 
), 7.44-7.71 (6H, m) , 8.10 (1H, m) , 8.35 (1H, m) . 
(###15 6) 3-^DD-4 - [1- (4-H°U^;b) ¥ * U Z? > ~ 4 - >f Jl 

**y} -hu^iyay 
##^8x^^^3-^00-4- (tf^'j vy-A ->( - ha 

KyMy (3. 0 0 g) N-VtTJV-fcJV&T ^ K (30ml) (C?gfl?L 

, 36jttTf4 -ya^fcfu (2. 50g) &tfN-.*?-;i/^;i/jfcy y (5. 1 

4 ml) &;&n;*.fcf£, 1 5 0 °C T* 7 L SJSi^iSit'Mbfct 

A^D7hy77^ - (^£H^^ : i/^DD^^>/^^;-jl/=30/l~l 
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o/i) x-mm-tzznizj:*), nmfc&mi. 27 s «$3 3%) zmn& 

[0 4 3 0] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.98-2.14 (4H, m) , 3.46-3.55 (2H, m) , 
3.58-3.67 (2H, a), 4.83 (1H, m) , 6.72 (2H, d, J=6.5), 7.03 (1H, d, J=9.0 
), 8.16 (1H, dd, J=9.0, 3.0), 8.28 (2H, d, J=6.5), 8.32 (1H, d, J=3.0). 

(###15 7) 3-^nn-4 - [1- (4-trysw t?/<y Vy- 4 ->f;b 

##i5 6T'#^)tlfc3-^Dn-4 - [1- (4-tfU^;i/) H°^U^>- 
4 ->f Jl7t*ri/] — bU s<yHy ( 1 . 2 6 g) 5:0®? (50ml) JC$g#U 
Sfittft* (2. 2 4g) fcfln*., RfomZZMLtc 

/* # 7 -;i/= lo/i-i/i) tf|?nri:ic4:»J, «sa-fb^o. 8 5 

g (JRS?S7 4%) $r^jt^@^hbT#fc 0 
[0 4 3 1] 

*H NMR (500 MHz, CDClg) 8 ppm : 1.85-2.05 (4H, m) , 3.30-3.38 (2H, m) , 
3.65-3.73 (2H, m) , 4.37 (1H, m) , 6.54 (1H, dd, J=8.5, 3.0), 6.69 (2H, dd 
, J=5.0, 1.5), 6.74 (1H, d, J=3.0), 6.83 (1H, d, J=8.5) , 8.25 (2H, dd, J 
=5.0, 1.5). 

(##$I 58) n — [3-*nn-4 - [l - (4-tfu tf i y Vy-A 

##{BJ5 7 T-ff^Jlfc 3 -*nn-4 - [1- (4-tTU^) fcT^U^>- 
4 ->f ;t/>f3f £/] 7 — U > (854mg) li/'7DD^^> (20ml) fC?£J§¥ 

U tK#T, ^ n n xjv ft -jimm^Ji (o. 4 o m l ) RWV Vy (o. 
4 5ml) SiTLfefc MT?-lftSt#Lfe. £j£tt**£ET»HU 
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M8 8 8rag 0»7 0%) ZMteMfemmfct LTHfc 
[0 4 3 2] 

h NMR (500 MHz, CDClg) 8 ppm : 1.33 (3H, t, J=7.0), 1.94-2.07 (4H, m) 
, 3.47 (2H, m), 3.65 (2H, m) , 3.93 (2H, s) , 4.29 (2H, q, J=7.0), 4.63 (1 
H, m), 6.72 (2H, dd, J=5.0, 1.5), 6.96 (1H, d, J=9.0), 7.25 (1H, dd, J=9 
.0, 2.5), 7.43 (1H, d, J=2.5) , 8.26 (2H, dd, J=5.0, 1.5). 

5 9) N- [3-?nn-4 - [1- (4-tfU tf K U yy - 4 

-j)l**ri/] yx.—Jl] -N- [3- (3-i/7;7i-;i/) -2- (E) - 

#^j2T'#e>*lfc3- (3-i/7;7i-Jl/) -2- (E) -?UKy- 1 
(3 2 7mg) , ##M5 8T*#£>*l£N- [3-^DD-4 - [ 1 - 

(4-tru^;i/) tf^u Vy- 4 ->r ;i/^-=3pi/] 7x-;i/] r^e^HI^ 

X^-;b ( 8 8 7 m g) h U 7i-'il/*^7-f > ( 6 2 0 m g ) 

*y (20ml) {C^fclU *#T, 7!/^JbiK>l^'lf;i/ (0. 36ml 

*M5A>D7h 7^7 4 - (mm&m • ^^nn^ # j -;v = 2 
0/1-10/1) •e^i-^^iifc^ y, ^ta-fb^e 3 7mg (iRsps 5% 
) &*6iM*i:lT#fe 0 

[0 4 3 3] 

*H NMR (500 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.97-2.07 (4H, m) 
, 3.45 (2H, m), 3.62 (2H, m) , 4.00 (2H, s) , 4.31 (2H, q, J=7.0), 4.47 (2 
H, d, J=6.0), 4.65 (1H, m) , 6.22 (1H, dt, J=16.0, 6.0), 6.42 (1H, d, J=l 
6.0), 6.70 (2H, d, J=6.5), 6.96 (1H, d, J=9.0), 7.34 (1H, dd, J=9.0, 2.5 
), 7.41 (1H, t, J=7.5), 7.53 (2H, m) , 7.56 (1H, s) ,. 7.56 (1H, d, J=2.5), 
8.27 (2H, d, J=6.5). 

(###16 0) 3-^nn-4 - [l - ( 2 - \£. y ^ pjv) bf^u vy- 4 ->f 



2 3 6 



ffi!I#2 0 0 2 - 3 0 



#2001—107615 

s<yi£y (2. 50g) (30ml) (c?£#pu 

(1. 12g) £}{j|J*£gL 3 0^CT'8^r4I#lfc o BLf^WL^M. 

[0 4 3 4] 

X H NMR (500 MHz, CDC1 3 ) 8 ppm : 1.90-2.00 (2H, m) , 2.00-2.10 (2H, m) , 
3.92-4.00 (2H, m), 4.00-4.08 (2H, m) , 4.82 (1H, m) , 6.51 (1H, t, J=5.0), 
7.04 (1H, d, J=9.0), 8.16 (1H,, dd, J=9.0, 3.0), 8.32 (1H, d, J=3.0), 8. 
33 (2H, d, J=5.0). 

(##M 61) 3-*nn-4 - [1- ( 2 - hf U 5. PJV) tf ^ V y > - 4 - >f 

##M60T'H^tit3-^nn-4 - [1- (2-tru*^;i/) fc?/^v^> 
- 4 --r;b>r^i/] n h a^y^f y ( 1 . 2 9 g) ZMWt (4 0 m 1 ) izmML 
, ISttf^ (2. 2 8g) IHSLT— mmWlstc* fcfaWL^: Zifkh 

A^D7hy77^ - (»ffitS«E:»Mx^//\^r-9->=2/l) T'^-TS 
riKCfcU, «IHft^l. Olg (J|X§p8 6%) SrH^iWfilLTffe, 
[0 4 3 5] 

h NMR (500 MHz, CDC1 3 ) 8 ppm : 1.80-1.90 (2H, m) , 1.92-2.02 (2H, m) , 
3.67 (2H, m), 4.20 (2H, m) , 4.37 (1H, m) , 6.46 (1H, t, J=4.5) , 6.53 (1H, 
dd, J=8.5, 3.0), 6.74 (1H, d, J=3.0) , 6.85 (1H, d, J=8.5), 8.30 (2H, d, 
J=4.5). 

(##M6 2) N — [3-*nn-4 - Ci - (2-eu^^;i/) e^U^>- 
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6 i -ef#e>*ifc 3-*nn-4 - [l - ( 2 - 1° u ^ tf ^ y ^> 

-4 --T;i/^-^i/] r-U> (1. 0 1 g) £^ad;*#> (30ml) IC?§ 

j»U tK^T, ^n^;i/*iii/i®if;b (o. 4 7ml) Rtf^Vify (o 

. 5 3mi) siTifct, ^-ux* immnwLtz.0 jxifcrnzmmrmm^, m 

>/ifi|if;i/=2/l~l/l) T*»»{^*3i:JCJ:»J, «IIBflS^»l. 2 9 
g («8 5%) 5:»fi^@fttLT#fe 0 
[0 4 3 6] 

X H NMR (500 MHz, CDCI3) 6 ppm : 1.34 (3H, t, J=7.0), 1.85-1.95 (2H, m) 
, 1.95-2.05 (2H, m), 3.85 (2H, m) , 3.93 (2H, s) , 4.09 (2H, m) , 4.30 (2H, 
q, J=7.0), 4.61 (1H, m) , 6.48 (1H, t, J=4.5) , 6.98 (1H, d, J=9.0), 7.23 
(1H, dd, J=9.0, 2.5), 7.41 (1H, d, J=2.5) , 8.32 (2H, d, J=4.5). 

(###16 3) n — [3-*na-4 - [l - (2 -try ^ £W MKWy- 

4 - -4)1**1/] 7i-;b] -N- [3- (3-i/7;7i-;i/) - 2- (E) 

##M2-e#e>ti^3 - (3->>r;7i-;i/) -2- (e) -7°n^>- 1 

(0. 4 7 g) , 6 2T»e>tifeN- [3-^nn-4 - [ 1 - 

(2-fcTU^^;i/) fcf^U S>>-4 ->f^/**S/] 7i-il/] ^77 : E'fM 
8lf^ (1. 2 9 g) h U > (0. 8 9g)&S/^DD 

(3 0ml) JC&JBU 7K?^T, 7^^*;^>t^X^;i/ (0. 5 2m 

'j*W7A7D7hy77^- (^ffi^: y^na^^/iii^ = 

9/1) 7?»i8-r«ri:JC«J:»J, «IB-fb^4fcl. 59g (J&*8 9 4 %) 
[0 4 3 7] 

L H NMR (500 MHz, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 1.85-1.95 (2H, m) 
, 1.95-2.05 (2H, m), 3.87 (2H, m) , 4.00 (2H, s) , 4.06 (2H, m) , 4.31 (2H, 
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q, J=7.0), 4.47 (2H, d, J=6.5), 4.64 (1H, m) , 6.23 (1H, dt, J=16.0, 6.5 
), 6.43 (1H, d, J=16.0), 6.48 (1H, t, J=4.5), 6.98 (1H, d, J=9.0), 7.34 
(1H, dd, J=9.0, 2.5), 7.41 (1H, t, J=8.0) , 7.50-7.55 (2H, m) , 7.55 (1H, 
d, J=2.5), 7.57 (1H, s) , 8.31 (2H, d, J=4.5). 

(###|6 4) 3-^DD-4 - [1- (3 -tf'J i?J\s*^J\s) lf^U^>-4 

-Jji***;] -bv<y-gy 

s<y-&y ( 1 . 0 0 g) £N, N-i/7\fM;i/A75 K (20ml) IZ&ML 

, mwe3- (^n^e^^;i/) \?vpy mt*mnm. (i. osg) jkx$m.n 

itjVVJ* (1. 0 8g) *MXt^ |eI^T*2MM#L£ 0 S/SM&Wggx?- 

2 5/1) ttltSrttaU, SIBft^ffcO. 98g (JR* 7 2 %) " feJIft 
[0 4 3 8] 

h NMR (500 MHz, CDClg) 8 ppm : 1.88-1.98 (2H, m) , 1.98-2.08 (2H, m) , 
2.39-2.49 (2H, m) , 2.65-2.75 (2H, m) , 3.56 (2H, s) , 4.60 (1H, m) , 6.97 ( 
1H, d, J=9.0), 7.27 (1H, dd, J=8.0, 5.0), 7.68 (1H, d, J=8.0), 8.12 (1H, 
dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0), 8.52 (1H, dd, J=5.0, 1.5), 8.56 ( 
1H, d, J=1.5). 

(##$|6 5) 3-^DD-4 - [1- (3 -fcf U VJl**-Jlr) ¥^Vi?y-4 

->f )\s**ci/] T-U y 

6 4 T*m e> tltc 3-^DO-4 - [ 1 - ( 3 - fc: 0 U ^;b) tl°^ U 

Vy-A -<4 2/] — h > (9 8 0 mg) &gfgg (50ml) IC*§ 

#U ^T-r-f^ ( 1 6 7 0 mg) MT'-BM^ L fe D 
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;b*7A^D7h^7^ - (mm&m : V t uu * * y / * * j - )b = 10/ 

1-5/1) T-mm?ZZ.£lZ£*) y «ffift^«|8 7 4 mg (iRJf§9 8%) 
[0 4 3 9] 

X H NMR (500 MHz, CDCI3) 8 ppm : 1.80-1.90 (2H, m) , 1.90-2.00 (2H, m) , 
2.32 (2H, m), 2.76 (2H, m) , 3.55 (2H, s) , 4.16 (1H, m) , 6.51 (1H, dd, J= 
8.5, 3.0), 6.72 (1H, d, J=3.0), 6.80 (1H, d, J=8.5), 7.27 (1H, m) , 7.70 
(1H, d, J=7.5), 8.51 (1H, d, J=6.5), 8.55 (1H, s) . 

(##$16 6) N- [3-^DO-4 - [1- (3 - tf U PJV^^JV) if^VP 
y- 4 ->f ;i/7f-3fS/] 71-^/] X^/7 7^^f^Bllf^ 

#f«6 5t'f p)tit3-^DD-4- [l- (3 -try 

5?>- 4 -4JV#*ci/] 7—Vy (874mg) &^^OD^> (20ml) 

Kigjgu *k#T, 7nD7;^i;nt|if;i/ (o. 3 9ml) &tfify^> 
(0. 4 4ml) &»TLfeft, SSat*3l^ril^lfe 0 BU£«fc'*£ET«ttL 

Si&i/'J*W7A^n7hy77-f - (*m*« : 2^ 
7nn^^>/^^;-jb=20/i~io/i) tiitsr tick y, «3b 

M7 7 0mg (iRS*S6 0%) &f6«|fti:btifc 0 
[0 4 4 0] 

*H NMR (500 MHz, CDCI3) 5 ppm : 1.33 (3H, t, J=7.0), 1.84-1.93 (2H, m) 
, 1.93-2.02 (2H, m), 2.38 (2H, m) , 2.72 (2H, m) , 3.55 (2H, s) , 3.91 (2H, 
s), 4.29 (2H, q, J=7.0), 4.39 (1H, m) , 6.92 (1H, d, J=9.0), 7.20 (1H, d 
d, J=9.0, 2.5), 7.27 (1H, m) , 7.39 (1H, d, J=2.5) , 7.69 (1H, d, J=7.5), 
8.51 (1H, d, J=3.5), 8.56 (1H, s) . 

(##096 7 ) n- [3-?nn-4 - [1- (3-if'Ji?;Mf;i/) tT^Ui? 

y- 4 -4J]/Jt*S/l 7i-;i/] — N — [3- (3 -i/77 7i-;b) -2- ( 
##M2T*#e>tl7c 3 - (3-i/7;7x-;i/) -2 - (E) ~zfW<y-l 
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-yt-)l (2 7 5mg) , ##M6 6Vm%ftt=.N- [3-^DD-4 - [1 - 

(3 - try if ^y 4 ->f 7i^] ^^77^^ 

;b@f^x^;i/ (7 7 0 mg) U 7i^77-f > (5 2 0 mg) 

uu**y (20ml) izmMV. *k#T, TViJjjjitfymv^Jv (0. 3 
?:i/'JAm7A7D7h^77-f - ftfiftx^-^//^ # y -;i/ = 

io/i-5/i) x-mm-tz z. i: tc «fc y , «sa^^% 9 4 9 m g mm 9 5 % 

[0 4 4 1] 

X H NMR (500 MHz, CDCI3) 5 ppm : 1.36 (3H, t, J=7.0), 1.84-1.93 (2H, m) 
, 1.93-2.02 (2H, tn), 2.38 (2H, m) , 2.70 (2H, m) , 3.54 (2H, s) , 3.98 (2H, 

s), 4.31 (2H, q, J=7.0), 4.42 (1H, m) , 4.46 (2H, d, J=6.5), 6.22 (1H, d 
t, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.26 (1H, dd 
, J=7.5, 5.0), 7.30 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=7.5), 7.48-7.54 

(3H, m), 7.55 (1H, s) , 7.68 (1H, d, J=7.5) , 8.51 (1H, dd, J=5.0, 1.5), 
8.55 (1H, d, J=1.5). 

(##M6 8) 4- ( 1 - t -7 hdr^7^;b^-;btl 0 ^y *Jy-4 ->f 

) - 3 dd7- y y 
mmM3T*m%tit=.4 - ( 1 - 1 -^h^i/^i/^-^t^y vy-± ->r ;v 

Jt**;) -3 -tuu-Vu^yMy (2. 4 0 g) &gftK (5 Omi). izmm 

u muT*m®mm (5. 6o g ) timKavtrm*.* mux2^mmnLt=. 
9*7? immmm: ^*-v-y/mm*m= 1/1) xmw-tzz. hkjzv 

, *fl&ffc^fcl. 99g (JR#8 7%) ilL/Tfcfc. 
[0 4 4 2] 

NMR (500MHz, CDClg) 6 ppm : 1.47 (9H, s) , 1.77 (2H, m) , 1.87 (2H, m 
), 3.31 (2H, m), 3.72 (2H, m) , 4.26 (1H, m),.6.52 (1H, dd, J=9.0, 3.0), 
6.73 (1H, d, J=3.0), 6.80 (1H, d, J=9.0). 
(##M6 9) N- [4- ( 1 - t -^h^rS/^Ustf— /l/bT'Cy Vy-A -Jjl 
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**ry) -3-^DD7x^;i/] t=£4 ;Hf^x^;i/ 

6 8T**#<b*l7c4 - ( 1 - t -^h^e/^;i/7K-;i/tf^i) ->r 
-3-^nnr-'j> (l. 50g) £^?na*#:/ (20 mi) 
fc$8#U zK#T, ?nn*;i/*-;i/l»jc?-;i/ (0. ,74ml) &t>*tf>Ji?> 

(0. 5 6ml) ^iTlfct, MT?5«f|SM^Lfc. £jStt&«JBET»HO 
;b=3/2) ^flMK-rsrfcjcj:*;, MMfe#*>i. I 9 g (^5 4%) 

[0 4 4 3] 

X H NMR (500MHz, CDCI3) 8 ppm : 1.34 (3H, t, J=7.0), 1.47 (9H, s) , 1.79. 
-1.92 (4H, m), 3.46 (2H, m) , 3.64 (2H, m) , 3.92 (2H, s) , 4.30 (2H, q, J= 
7.0), 4.52 (1H, m), 6.94 (1H, d, J=9.0), 7.22 (1H, dd, J=9.0, 2.5), 7.40 
(1H, d, J=2.5). 

(###17 0) N- [4- ( 1 - t -ZfbZ-t/jjJltf-Jltf^V &y-4 ->()\y 
>T3f -3-?DD7i3] — N — [3- ( 3 - 1/ 7 J ~7 x —11) - 2 - ( 
E) -^n^] jimWZ^Ji' 

##W2t#e»*ife3- (3->>r; 7i-;i/) -2- (e) -^n^>- 1 

-7f--;i/ (0. 40g) , ##M6 9 T'#<b;ft7cN- [4 - (l-t-^h3f*/ 
^j;i/^zi;i/fcr^u ^>-4 ->f ;i/^-^ri/) - 3-^do7i3] ^7rf^f 
;i/B^^x^;i/ ( 1 . 1 9 g) Mh'J7x^;i/*X7^> (0. 7 9 g) 
nn^> (20mi) jcjgflgu *#T, rwttfr-ftymv^fr (0. 5 
0ml) SfiTbtt, iSt-il^Lfe. S«^UTililfef> 2§if 

;i/=10/l) T?»S8t-S^^tCJ:*J, *IBft^»l. 2 0g (JRSp7 8%) & 

[0 4 4 4] 

X H NMR (500MHz, CDC1 3 ) 8 ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s) , 1.79 
-1.92 (4H, m), 3.47 (2H, m) , 3.62 (2H, m) , 3.99 (2H, s) , 4.31 (2H, q, J= 
7.0), 4.47 (2H, d, J=6.5), 4.55 (1H, m) , 6.23 (1H, dt, J=16.0, 6.5), 6.4 
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1 (1H, d, J=16.0), 6.94 (1H, d, J=9.0), 7.32 (1H, dd, J=9.0, 3.0), 7.41 
(1H, t, J=7.5), 7.50-7.58 (4H, m) . 
(##097 1) N- [4- (fef^U -J)]s**cl/) -3-^DD7i- 

;H -N- [3- ( 3 - £/7 y 7x-;b) -2 - (E) -^D^^l/] 7 

##fii7ot#e>ftfeN- [4- ( i - 1 -rf h^ri/*;nK-;btr^u v>- 

4 ->f )l*3c?s) -3-2U D7x3] — N — [3- (3->>7;7i-Jl/) 

- 2 - (E) - ^n^-;b] ^^77^^;^^^ ( 1 . 2 5 g) £x# y 

-)b (15ml) izmML. gfit'4N mty^mV^t^r^ymWi (1 5ml) 

it&toi. iog o&mmmM) s^MMtLtifc 

[0 4 4 5] 

X H N.MR (500 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.76-1.88 (2H, m) 
, 2.00-2.10 (2H, m), 2.85 (2H, m) , 3.20 (2H, m) , 3.99 (2H, s) , 4.31 (2H, 

q, J=7.0), 4.46 (2H, d, J=6.5), 4.50 (1H, m) , 6.22 (1H, dt, J=16.0, 6.5 
), 6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.32 (1H, dd, J=9.0, 2.5), 

7.40 (1H, t, J=8.0), 7.49-7.59 (4H, m) . 

(##M 72) N- [3-*nn-4 - [1- (4-hfU Vfr* ^JV) tf ^ U V 

y-4 ->f ;i**ci/l y^—jv] - n - [3- (3-^y/7i-;i/) - 2 - ( 

##M7 1 T*mt>ftt~N- [4- (tf^U y>-4 -4 - 3 -?U 

D^x-;i/] — N — [3- (3-i/7;7i3) -2- (E) -7"D^-M 
^L^r^-f ^Mex^b (1. lOg) £N, N-i;7f;i/MA7^ F (3 

omi) izmm^. iat-4- (:/d-e*^;i/) tfu^> Mity^mm^. (0. 

5 9 g) MmWlilV 7A (0. 5 9g) fcftl;*./^ BSt'-il^Lfe. £ 
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V^va- (WI:Blifji//^;-;i/=io/i) T-nmirzz.t.iz 

<ty, mzitismo. 9 7 g (ir^7 5%) zmn&mfeMmfctLTmfco 

[0 4 4 6] • 

h NMR (500 MHz, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 1.86-1.95 (2H, m) 
, 1.95-2.04 (2H, m), 2.38 (2H, m) , 2.70 (2H, m) , 3.53 (2H, s) , 3.98 (2H, 

s), 4.31 (2H, q, J=7.0), 4.43 (1H, m) , 4.46 (2H, d, J=6.5), 6.22 (1H, d 
t, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.92 (1H, d, J=9.0), 7.28 (2H, d, 

J=6.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7.49-7.54 (2H, 
m), 7.53 (1H, d, J=2.5) , 7.55 (1H, s) , 8.54 (2H, d, J=6.0). 

(##0»J7 3) 2- (2 -:/D^:n^;b) bT'JS?> 

2 - tf v yyiLZ j -;v (1. oomi) £5=- h^\iFuy^y (20 ml) 
h'J7i-;i/ta7o (3. 5 1 g) Mm^itmm (4 

. 44 g ) *m7Lt=.&. mux'-mnwi-fr. ^mm^^-^ji^tupLx^mm 
*y;i/A7A^nvh^77-f- (mmmm = A^t>/wif;i'= 1/3) 

T«5I UK J: ^IB'fb^l. 3 0g (iK^7 8%) ^tfii^St 
[0 4 4 7] 

X H NMR (400 MHz, CDClg) 6 ppm : 3.34 (2H, t, J=7.0), 3.78 (2H, t, J=7. 

0), 7.15-7.23 (2H, m) , 7.64 (1H, m) , 8.57 (1H, m) . 

(#^J7 4) 3-^nn-4 - [1- [2 - (2 -try tr^y 
##M8T*#e>ti7c3 -^nn-4 - (tf^U Vy-4 -4 ft** is) -hn 

(1. 50g) &N, N-y^f^;i/A7^ K (3 0ml) IC?§#?L 
, ^*ST% ##M7 3 T?»e>4xfc 2 - (2-ya^x^;b) \£V*?y (1. 30 

g) (i. 2ig) &jtiAfe«, raa-T?-ift«#pi/fe. 
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-y-<- (manmm : v v uu * z y / * z j - 1 0/1-5/ n -ewjR-r 

sriiicky, «SBfb^i. 5 7 g- (jRap7 4%) mifttbtffe. 

[0 4 4 8] 

*H NMR (500 MHz, CDClg) 5 ppm : 1.89-2.00 (2H, m) , 2.00-2.11 (2H, m) , 
2.52 (2H, m), 2.75-2.85 (2H, m) , 2.83 (2H, m) , 3.01 (2H, m) , 4.59 (1H, m 
), 6.99 (1H, d, J=9.0), 7.13 (1H, dd, J=7.5, 5.0), 7.20 (1H, d, J=8.0), 
7.61 (1H, m), 8.13 (1H, dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0), 8.53 (1H, 
d, J=5.0). 

(##09 75) 3-?nn-4 - [ 1 - [ 2 - ( 2 - tf y x^;i/] tf ^ y 
*jy-A — f;i/^-dps/] r-U> 

##M74t'He,ti^3-^DD-4 - [1- [2- (2-^y*?;i/) x^;i/ 
] tf^y vy-A -4)l**ri/l - hu^yify (1. 5 7 g) (5 0 m 

1) izmBL. lattf^ (2. 5 8g) feDDA, Rfi-e-lfta#Lfe. £ 

is*s:siiLfe«, zmzm&rmmL. mm^mm^m^m-f- h v * uimm. 

yAW7A^n7h^77>f - (?&ffiMS : VVUU**y / *Z J -)\; = 

5 / 1 ~ 1 / 1 ) Tfssits r i: ic j: y «ia^^» 1 . 2 6 g (jr^s 8 7 %) 

[0 4 4 9] 

X H NMR (500 MHz, CDC1 3 ) 6 ppm : 1.82-1.94 (2H, m) , 1.94-2.06 (2H, m) , 
2.40 (2H, m), 2.81 (2H, m) , 2.89 (2H, m) , 3.02 (2H, m) , 4.15 (1H, m) , 6. 
51 (1H, dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.81 (1H, d, J=8.5), 7.12 
(1H, dd, J=7.5, 5.0), 7.20 (1H, d, J=8.0), 7.60 (1H, m) , 8.52 (1H, d, J= 
5.0). 

(##i7 6) n — [3-*nn-4 - ci - [2 - (2-tfy^;io x^;i/] 
tf^y yy- 4 vx.—M xjiyy^j jiwwt^Ji 

#^j7 5T'#6tlfe3-^nD-4- [1- [2- ( 2 - fcf 'J V X^;i/ 

] bf/^y yy-4 ->f yxy> (l. 2 6g) *:V>7 uu%*y (3 



2 4 5 



ffi£E#2 0 0 2 - 3 0 



#2001-107615 
0ml) izmML. Tk'ftT. VUUXJlfr-JlWm^Jl (0. 5 4ml) RTf 

vvsty (o. 6imi) zmTLfz&. muvzmmmwvr^. j£fomzffi,s± 
. f%m*isv*>>f)\/*i : 7i±?n'?by^7j- (mmmm : □ # y/% 

^;-^=io/i~5/i) T*Mg-r&r £{c<fc y, *ib^*i. 50g ( 

[0 4 5 0] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.33 (3H, t, J=7.0), 1.86-1.97 (2H, m) 
, 1.97-2.08 (2H, m), 2.50 (2H, m) , 2.77-2.92 (4H, m) , 3.03 (2H, m) , 3.92 
(2H, s), 4.29 (2H, q, J=7.0), 4.40 (1H, m) , 6.93 (1H, d, J=9.0), 7.13 ( 
1H, m), 7.21 (1H, dd, J=9.0, 2.5), 7.17-7.24 (1H, m) , 7.40 (1H, d, J=2.5 
), 7.61 (1H, m), 8.53 (1H, d, J=5.0). 

(##W7 7) N — [3-*nn-4 - [1- [2 - (2-tfu^;i/) x^;b] 

tTKU Py-4 -4 A/***/] 7i-jl/] -N- [3- (3-i/7;7i-Jl/) 
-2 - (E) -zfuK-ft] ^1/77^ ;i/Bf^x^;i/ 
##M2 T*#£*l£ 3 - (3-i/7;7ii;i/) -2 - (E) -^n^>- 1 
(0. 5 2«), ##0»J7 6T?#?>tlfeN- [3-*DO-4- [1 - 

[2- (2 -tf u Vjv) x^;v] tf/^u ^>-4 7i-;b] 

7 7 : E>fMfSlf'^ (1. 50g) Wb'j7i3fe70 (0. 9 8g 

) ^;^dd^> (4 0mi) ici§j$?u ?K#T, 7yy*ib!K>i^if;i/ 

(0. 5 7ml) $:iTbm ^t-Mfflfe. £MJET«i L 

^*;-A=30/l~10/l) 7?3»55{f «&3fcJCJ: *KKt-&tt 1 . 73 

g (kx^8 9%) zmn&mfemmft£.LTmf=.o 

[0 4 5 1] 

h NMR (500 MHz, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 1.86-1.98 (2H, m) 
, 1.98-2.10 (2H, m), 2.51 (2H, m) , 2.78-2.92 (4H, m) , 3.03 (2H, m) , 3.99 
(2H, s), 4.31 (2H, q, J=7.0), 4.43 (1H, m) , 4.46 (2H, d, J=6.5) , 6.22 ( 
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1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.93 (1H, d, J=9.0), 7.12 (1 

H, m), 7.20 (1H, d, J=8.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8. 
0), 7.49-7.55 (3H, m) , 7.56 (1H, s) , 7.60 (1H, m) , 8.53 (1H, d, J=4.5). 

(##M7 8) 3-^nn-4 - ( l o^>^;utf^u Vy- 4 
3f>>) - huKyify 

##M8T*#?>tlfe3 -^DO-4 - (fcf^V Vy-A -J)l**y) — N P 
<yHy (4. OOg) £N, N-i;^fJb^JbA7 5 K (70ml) IZ^ML 

, £St?, i/^n^>f;b7*a^K d. 9 6 m l ) &tfmm% V (3. 2 

3g) SriD^feU, 1 0 0°CT'7l$riI^bfc o M/£©il*7#jgV^#>, >>*n 
^yf-JVfU^ K (0. 7 0ml) fcfl&x.*:^, S & JC 1 0 0 1C 2 B£|8U 12 

^>/^^;-;b=3o/i~io/i) TJRlss-rsiiitcJ: y, ^fBfb-a-#2 
. 3 5 g 01X^4 6%) ^H6iMi:lT#fe„ 

[0 4 5 2] 

h NMR (500 MHz, CDC1 3 ) 6 ppm : 1.37-1.48 (2H, m) , 1.50-1.61 (2H, m) , 

I. 65-1.76 (2H, m), 1.85-2.00 (4H, m) , 2.00-2.10 (2H, m) , 2.50 (2H, m) , 2 
.57 (1H, m), 2.75 (2H, m) , 4.59 (1H, m) , 6.98 (1H, d, J=9.0), 8.13 (1H, 
dd, J=9.0, 3.0), 8.30 (1H, d, J=3.0). 

(##M7 9) 3-?DD-4 - ( 1 - is $ n^yf-jv^KV vy - 4 - Jl* 

*ri/) t-v y 

$t«7 8vm*btif^3 - tun- 4- (l -i/t n^>^;i/tf^u *Jy-4 
- hu^yMy (2. 35g) *mWt (5 0ml) izmML. ^ 
UT'i-TB* (4. 2 9g) ra«T-tta#PU-fe. & Sift Lfcffc 

7h^77-f - (igffiMS : *J9UU*9 y/* % J -Jl= 5/1 — 1/1) V 



2 4 7 



ffi|iE#2 002-301 1469 



#2 001-107615 
mm~?2>Z.£.lZ£V. lEft^ftl. 9 7g (IK*P9 2%) 
[0 4 5 3] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.48-1.61 (2H, m) , 1.61-1.78 (4H, m) , 
1.86-2.02 (4H, m), 2.06-2.19 (2H, m) , 2.76 (2H, m) , 2.85 (1H, m) , 2.94 ( 
2H, m), 4.29 (1H, m) , 6.52 (1H, dd, J=8.5, 2.5), 6.73 (1H, d, J=2.5), 6. 
79 (1H, d, J=8.5). 

(##00 8 0) N- [3-*nn-4 - ( 1 n^O^/l/tr^U Vy-A - 

###J7 9T*mbftf=.3 -tuu-4 - (1 u^y^jit'^v i/y-4 
-<<)\s**c*/) y-v> (1. 9 7 g) *y>7uu*#y (4 omi) izmML 
> fo'&T. ? u n*;i/*— ^iiif^ (o. a 4 mi) &rF^us?> d. o 

8ml) ^iTLfet. IiSt'3l|^lfc. ra5:iETiilfe^ @£ 
i/'JAW^A^DTh^?^- (?§&*£*»: ^nn^^>/^^;-^ 

= 25/1-10/1) T*mm-* 5 Z. HiZ jz «fBte^& l . 0 9 g 3 

7%) *mn&mmj&m<b£Lrmt=.o 

[0 4 5 4] 

X H NMR (400 MHz, CDCI3) 5 ppm : 1.33 (3H, t, J=7.0), 1.38-1.62 (4H, m) 
, 1.62-1.77 (2H, m), 1.80-1.96 (4H, m) , 1.96-2.09 (2H, m) , 2.47 (2H, m) 
, 2.59 (1H, m), 2.79 (2H, m) , 3.92 (2H, s), 4.29 (2H, q, J=7.0), 4.39 (1 
H, m), 6.92 (1H, d, J=9.0), 7.20 (1H, dd, J=9.0, 2.5), 7.39 (1H, d, J=2. 
5). 

(###18 1) n- [3-?nn-4 - (1 -*/>? □^>^;i/bf^y Vy-A - 

7iUl/] — N — [3- (3->>7;7i^) -2- (E) -zf 

##M2-e*#e>*i£3 - (3-i/r;7i-A) -2 - (e) -^n^>- 1 

(0. 39g) , ##M8 0T#^nfcN- [3-^nn-4^ ( 1 - 

2 4 8 ffifl#2 0 0 2 - 3 0 1 1 4 6 9 



#2001—107615 



(i. o 9 g) &t>* h u 7x-;b*^7^ > (o. 77g) fey^nn^ji 

> (3 0 ml) JC»«?U, *K#T> TVV*lJ\s#>mVm-)l (0. 45ml) 
^7A^n?hy77^ - (?§ffiMS : »»lf^//il # 7 -;i/= 10/1 

~5/i) •ewig-rsi^tc^y, *ffift^«i. 3o g (jr*9i%) 

[0 4 5 5] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.40-1.61 (4H, m) 
, 1.64-1.80 (2H, m), 1.83-1.99 (4H, m) , 1.99-2.14 (2H, m) , 2.40-2.68 (3H 
, m), 2.68-2.87 (2H, m) , 3.99 (2H, s) , 4.31 (2H, q, J=7.0), 4.46 (1H, m) 
, 4.46 (2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 

6.92 (1H, d, J=9.0), 7.31 (1H, dd, J=9.0, 2.5), 7.40 (1H, t, J=8.0), 7. 
48-7.55 (3H, m) , 7.56 (1H, s) . 

(###18 2) 1 - t -Zfh*ci/*lJ\s7$=.)l- 2 -*^;i/-4 -tf^U F> X 

4 -tf/^U K> JL^-l/y (9. 6g) ZT-thy (100ml) iZ 

mmis. *#t> t -y^/i/s;*-**- h (is; o g ) s^nx., ust- 
x^> >tz-)\s ( 1 7. 4 g) &mn&mft£ Lxmt=.o 

[0 4 5 6] 

&V^T% ^H$:x-f;i/ (2 0 0ml) JCSMBU -7 8°CT% N, N, N' 
, N' -fh7^f;i/Xf U>^7^> (13. Oml) MlN s-^;b 
'Jf7A (S/^n^\**>3ttJf/\*-9- (88. Oml) ZmTLfc 
ft, -3 0tt3 0^I^lfe. £l£?££lStf-7 81C*T'^lfet, 3-7 
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it&ms. og (^3 4%) zm&mft®9t£LTmt=. 0 

[0 4 5 7] 

h NMR (500 MHz, CDCI3) 8 ppm : 1.23 (3H, d, J=7.0), 1.46 (9H, s) , 1.5 
5-1.70 (4H, m), 1.85-1.90 (1H, m) , 3.05-3.15 (1H, m) , 3.90-4.05 (4H, m) , 
4.47 (1H, m). 

(#^J8 3) 1 - t -7b*ri/lJ)l<i<-)l- 2-*^Jl- 4 -tf^U K> 
###18 2T*#^tlfe 1 - t --/h^ri/^;b^-jb- 2 -*^-;i/-4 -tl°/^U 
K> >$r#-;i/ (6. OOg) £T-feh> (150ml) {C?§ft?U * 

p- hjv^y*)ifc>m (4. 4o g > stah*., gfit-ni 

T«SKSre=S"r*ri:K:j:»;, *8Bft^*2. 4 0g OR* 4 8%) fcltfeigpfK 
[0 4 5 8] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.18 (3H, d, J=7.0), 1.49 (9H, s) , 2.2 
0-2.30 (1H, m), 2.30-2.40 (1H, m) , 2.45-2.55 (1H, m) , 2.65-2.70 (1H, m) , 
3.25-3.35 (1H, m) , 3.90-4.05 (1H, m) , 4.20-4.30 (1H, m) . 

(###184) i -t —f 4 -\l Fn**/- 2 -*^;i/t?^ 

us?* 

S5R#ffl»T, TKfStflSU^AT^-^A (1. 3 0g) ^fh^t F07 
^> (5 0ml) iZMML, *#T> ##M8 3T?f§e>*lfc 1 - t -^h**/;*; 

2 -^^;i/-4 -tf^U F> (2. 4 0g) $:lTlfct, SifiT? 1 

mmwLt=. 0 ^mmzz3kLt=.%i. ?>m^mj±rmmbt=. 0 &&zi/vu#frjti 

7A^nvh^7-f - (^#-9->/»Bftx^;b= l/i) T-MI^-t-^r iitcj: 
»J, ^IBft^fflillM^O. 9 5g OR* 3 9%) fttttfrfittft^fcU . 

0 2 g 0K*s4 2%) **n?nn&m&®m.h\;Tm~o 
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[0 4 5 9] 

**tt-ffc'&«© 1 H NMR (500 MHz, CDClg) 8 ppm : 1.14 (3H, d, J=7.0), 1.3 
0-1.40 (1H, m), 1.45-1.55 (1H, m) , 1.46 (9H, s) , 1.80-1.85 (1H, m) , 1.90 
-1.95 (1H, m), 2.85-2.95 (1H, m) , 3.90-4.00 (1H, m) , 4.00-4.10 (1H, m) , 
4.45-4.55 (1H, m) . 

fcM&it^moh NMR (500 MHz, CDCI3) 5 ppm : 1.33 (3H, d, J=7.0), 1.4 
6 (9H, s), 1.60-1.75 (3H, m) , 1.80-1.90 (1H, m) , 3.20-3.30 (1H, m) , 3.80 
-3.85 (1H, m), 4.15-4.20 (1H, m) , 4.25-4.35 (1H, m) . 

(##M8 5) 4- ( 1 - t 2 -*^;i/tf^U Vy-A 

-^)i**ry) - 3 n d— h n^Oif y 

##M8 4 T~mt>ftt=. 1 - t -z? b*ryJj)V#-;i- 4 Kn=^>- 2 
<?-)i¥<<V vya^m^mt^m ( 1 . 02g), 2-^nn-4-^hD7i; 

-JV (0. 8 3g) M'hy7x-M^70 (1. 6 2 g) £^ n # 
> (6 0ml) fC?gfl?U SKTfrT, T^/^^^^i^xf ;b (0. 9 7ml) 

X7-f>(l. 6 2g) Stf7!/i?*;a>|!yif;i/ (0. 9 7 ml) &#[J;L 

7A^D7h^7^ - (igffiMS : ^^t>/»ilf;i/=4/l) T**»»-r 
SifcJCfcy, 15g OR* 7 6%) sufeMftiaitffe 

o 

[0 4 6 0] 

*H NMR (500 MHz, CDCI3) 6 ppm : 1.35 (3H, d, J=7.0), 1.48 (9H, s) , 1.7 
5-1.85 (1H, m), 1.95-2.05 (3H, m) , 3.25-3.35 (1H, m) , 3.90-4.00 (1H, m) , 
4.35-4.45 (1H, m) , 4.87 (1H, m) , 6.97 (1H, d, J=9.0), 8.15 (1H, dd, J=9 
.0, 2.5), 8.32 (1H, d, J=2.5). 

(###18 6) 3-^nn-4- (1, 2 -V*3-fr\£'<V ¥y-A -4 frit* 
y) — hD/<>if> 

###18 5T?#e>tife4 - ( 1 - t - 7b*y*)vm-;i- 2 -^^trxy 
yy- 4 ->r ;i/^^>>) - 3 n n— h n^>if > (1. i5g) ^90%^ 
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gfc (3. 1 Og) tCSib, 3 7%$jb7'J> (2. 5 0g) IM, lOO^C 

lC«fcU. ^fB'fb^O. 8 0s (IR1P9 0%) ZM&W&MMt LT#t. 
[0 4 6 1] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.18 (3H, d, J=6.0), 1.64 (1H, m) , 1.8 
5-1.95 (1H, m), 2.05-2.25 (4H, m) , 2.32 (3H, s) , 3.00 (1H, m) , 4.39 (1H, 
m), 6.99 (1H, d, J=9.0), 8.12 (1H, dd, J=9.0, 2.5), 8.30 (lH,d, J=2.5) 

• 

(##M8 7) 3-^nn-4 - (l, 2 -s^^i/t^U Vy- 4 
##M8 6t*#^*ife3-^nD-4 - (i, 2 -vt^jv^^v vy-A - 

-Ol/ #•*£/) —hU^yify (8 0 Omg) (2 0ml) iz&ML. ^ta 

v-trmjfc (170 omg) ztoz.. muT°4\%mm,w^f=. 0 fcrnrnzzMLfr 
t&m^t^ m&rmm^^^-t^zmz^^. mmit&m e 9 o m g a&mQ 

6%) &^|§fevfrl»«£LT#£ 0 

[0 4 6 2] 

h NMR (500 MHz, CDClg) 5 ppm : 1.13 (3H, d, J=6.0), 1.52 (1H, m), 1.7 
5-1.85 (1H, m), 1.90-2.15 (4H, m) , 2.27 (3H, s) , 2.93 (1H, m) , 3.95 (1H, 
m), 6.50 (1H, dd, J=8.5, 3.0), 6.72 (1H, d, J=3.0), 6.83 (1H, d, J=8.5) 

• 

(#fi8 8) N — [3-?DD-4 - (1, 2 - *? * ^Jl tf ^ U -V y - 4 - -f 

#fM8 7X*m*>tifc 3 -*an-4 - (1, 2 -^*^;i/t^U y>-4 - 

-f;i/^Jri/) T-U> (690mg) *V>7UU*Zy (20ml) fC?#j§?U 
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*K#T> ^DDXi^-MHf;i/ (0. 4 0ml) RXf\£Vt?> (0. 2 5 
ml) l:iTim iST'ltfll^bfe. SlS*S:i«ffiT»»bfe«, 

;i/=9/l~3/l) T'WSg-f 5 3illCj:tK *£ft#ft8 0 0mg (JR^5 7 3 
%) SH^*^@ftttt#fe 0 
[0 4 6 3] 

h NMR (500 MHz, CDClg) 8 ppm : 1.18 (3H, t, J=7.0), 1.26 (3H, m) , 1.5 
5-1.70 (1H, m), 1.75-1.90 (1H, m) , 2.15-2.30 (2H, m) , 2.55-2.75 (3H, m) , 
2.80-3.30 (3H, m) , 4.11 (2H, q, J=7.0), 4.20 (2H, s) , 4.45-4.55 (1H, m) 
, 7.17 (1H, dd, J=9.0, 2.5), 7.27 (1H, d, J=9.0), 7.29 (1H, d, J=2.5). 

(#%#J8 9) n- [3-*nn-4- (1, 2 -ptT-jv^^v yy- 4 ->r 

)l**ci/) 7i-^] -N- [3- (3 -t/TJ 7 X.—JI) -2- (E) — zfU 

##W2T?»e>4xfe3- (3-i/7;7i^l/) -2- (E) -7°n^>-l 
-;f-;t/ (3 2 0 mg) , ##M8 8 T-#^4l£N- [3-^0-4 - (1, 
2 /I/ hT>*y Vy-A --4)1***/) 7i-Jl/] ^Jl/77?^;i/S|xf 

;i/ (8 0 Omg) hU 7i3*^7-f > (6 8 Omg) £^Cin*#> 

(2 0ml) ICigflSU *K#T, TVV^DV^ymV^JV (0. 4 0ml) & 

irim *»-e4i»isr«t#pufe. jR]S*&«jET«s»i/fe*, aa&s/u* 
i~j;^nD^^>/^^;-ji/=9/i) T'iHtsi hfc j: y, «8Bft-£& 

1 1 0 Omg (JR^*W) 
[0 4 6 4] 

h NMR (500 MHz, CDCI3) 8 ppm : 1.14 (3H, d, J=6.0), 1.36 (3H, t, J=7. 
0), 1.50-1.65 (1H, m), 1.75-1.90 (1H, m) , 1.95-2.20 (4H, m) , 2.29 (3H, s 
), 2.95 (1H, m), 3.98 (2H, s) , 4.21 (1H, m) , 4.31 (2H, q, J=7.0), 4.46 ( 
2H, d, J=6.5), 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.94 (1 
H, m), 7.31 (1H, m), 7.40 (1H, m) , 7.45-7.50 (1H, m) , 7.50-7.60 (2H, m) , 
7.65-7.70 (1H, m). 
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(##M9o) >r y ku vy- 1 

mmmm^r. mmwf-y&TKs.-vu (2. 3o g ) sfh5tKD7 

(5 0ml) iCfflb, #?£T, ^^n*>f ^;bX, f43t, Hi 391 
K (1 9 9 6^) [Heterocycles, 43, 1391 (1996)] lCfH«tf>#&fCt£ V\ 4 , 
4 - i;x h i/^f ;i/7 ^ >St>'^'^f ^ 1, 3 -7-fe h:/ U- 

h«fc y^rtaftfe>f > ku vy- 1 (2. sog) srirufeft, mist* 

7A^n7 h^57Y - (^□n*#:y/*#y'-;i/=4/i) T^-T-Szi 
fcjcfcy, tMBfl^fci. 70s (jk^5 9%) §:f6Mrai:ltllfc„ 

[0 4 6 5] 

X H NMR (500 MHz, CDC 1 3) 8 ppm : 1.24 (1H, m) , 1.40-1.50 (1H, m) , 1.55- 
1.80 (2H, m), 1.80-2.00 (4H, m) , 2.00-2.15 (3H, m) , 3.00-3.15 (2H, m) , 3 
.65 (1H, m). 

(###|9 l) 3 -*nn-4 h*ri/'* h*r*sT- V > 
2-^Dn-4-ZhD7i/-Jl/ (5. 2g) £N, N-^fJl/^M7 
AK (50ml) lC*8fl?U *7frT, ^h^^^h^i/^D'JK (2. 7ml) 

h yxw^ > (5. omi) liTifeii. 3SfiT*ii$isf«#ufc. r 

£lC«fcy, 3 -^OD-4 h^ri/^ Ndri/nhDK>-^>. (8. lg) ^ 
[0 4 6 6] 

. &V^T% ZLtlfcTi? h> (100ml) (1 OOml) 

#u ifit, mig^ (9. 8g) ^tf^br^^-^A (8. og) &fln*. 

fctfc, 6 0°CT*4 O^HIJMfLfc. 3 3?££MJ±T*lili U 

iR^9 6%) &tfeM^i«i:bt#fe. 
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[0 4 6 7] 

h MR (500 MHz, CDC1 3 ) 6 ppm : 3.53 (3H, s) , 5.11 (2H, s) , 6.52 (1H, 
dd, J=8.5, 3.0), 6.73 (1H, d, J=3.0), 6.98 (1H, d, J=8.5). 
(###|9 2) N — (3 -9UU-4 h*is7*—)]/) ^1/7 7? 

##W9 lT'#? ) ^t3-i'Dn-4-^ h^i/^ h^i/7-U> (.5. 4g 

) *v>7uu*zy (50mi) izmmv. ?k#t. * un^n**— j^mm^r 

;i/ (4. 7ml) &OPfcTUS;> (2. 9ml) S»Tlfcft, ilT'30^i 
#Lfc„ £jB?fctC;fcfcfltI*.fc«U Mx^;i/TttffiL, ttffl«S:7fcS^»fD^ife 

>/^^;-;i-=i9/i) T'^-r^r tiz j: y, ^ia<b-^%8. o g (jrsp 

8 2%) S:lS»^^®iei:LT»fe 0 
[0 4 6 8] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 3.52 (3H, s) , 3.9 
2 (2H, s), 4.30 (2H, q, J=7.0), 5.24 (2H, s) , 7.15-7.25 (2H, m) , 7.41 (1 
H, m) . 

(##«9 3) N — [3 -^DD-4 - ;* h=SfS/* h*ris?x.=- A/] — N — [3 
- (3-^>7;7i3) -2 - (E) -7°n^-;i/] Xi^y^^ii/ilxf 

##M2 T*#^tlfe 3 - (3-i/7;7i^l/) -2- (E) -7°a^>-i 
-^T-;b (1. 6g) , ##M9 2T#e>tlfcN- (3-*nn-4-*h3r2/ 
^h^S/7x^) X;i/7 7f>f;i/ifilf^ (3. 4g) Mh'J7x-;i/Jh 
*7-f> (3. 2g) &^DD^^> (50ml) iC?§8?U *#T> 7V^ 

*;bjK>Mfti?x^;b (l. 9ml) SiTim tiSTMOWlfe. S 

i:j;^DD^>/gfiifji/=i9/i) TffifK-rsrfctcj:*;, mnt& 

M3. 9g (JRS(B8 1%) SffeM^lIfcLtllfe. 
[0 4 6 9] 
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A H NMR (500 MHz, CDClg) 5 ppm : 1.36 (3H, t, J=7.0), 3.51 (3H, s) , 3.9 
9 (2H, s), 4.31 (2H, q, J=7.0), 4.47 (2H, d, J=6.5), 5.25 (2H, s) , 6.22 
(1H, dt, J=15.5, 6.5), 6.42 (1H, d, J=15.5), 7.20 (1H, m) , 7.34 (1H, m) , 
7.41 (1H, m), 7.50-7.60 (4H, m) . 

(#3f#|9 4) N- [3-.^nO-4-kKD^i/7i-^] — N — [3- (3 

-i/~y J 7i^i/) -2 - (e) -7°n^- -xs^-yy^ jiWWt^JV 

###J9 3 T*#«b*l7cN- [3 -^nn-4 b*i/* h^ri/7i->H/] - 
N — [3- (3->>7;7x-;i/) -2- (E) - >f P^-;b] Xj^T^^Jb 

(3. 9 g) 5:Sfixf;b (5 0ml) JkTfVJt *rV> (50ml) 
(DUismmzmmV. *#T, 4N M:7Kit^;fr (2 5ml) £#0 

tt$k, 1ST- Bfe^bfeo SJSt$:^^t h y -7A7KMT' Wbfet 

®}3. eg a&mmmtm ^n^m^mntLxmr^. 

[0 4 7 0] 

h NMR (500 MHz, CDCI3) 6 ppm : 1.36 (3H, t, J=7.0), 3.98 (2H, s) , 4.3 
1 (2H, q, J=7.0), 4.46 (2H, d, J=6.5) , 6.22 (1H, dt, J=16.0, 6.5), 6.40 
(1H, d, J=16.0), 7.03 (1H, m) , 7.32 (1H, m) , 7.41 (1H, m) , 7.50-7.60 (4H 
. m). 

(##M9 5) n- [3-*nn-4- (4 y FU Vy- i 
— ;b] — n — [3- (3 -i/TJ -2 - (E) -7°D^_;i/] xjvy 

##M9 4 T*f§£*l7cN- [3 -^Dn-4 - fcl FD^>>7i-^ -N- [ 
3- (3->>7;7ir;i/) -2 - (E) -^D^-jl/] 7^77?^ Jl/Btl&X 
(2. Og) , ##«9 0tff&tlfe>f>K!;y>-7-*-^ (1. 7g 
) Wl>ij7ilMX70 (3. 2g) £^*Dn*#> (60ml) IC?§ 
»U *#T, 7^#;b;tf>^x^;b (1. 9ml) SrlTlfct. 
6B#H3M?#L£ 0 Jx.fo<DMfttfm^fc&>. bV7^-)\/*X7J y (3. 2g) 

^t>*Ti/^^;i/^>^^ni^;i/ (1. 9. mi) zm*-f~^ ^^izmux-mm 
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- (^ffi^:W^X^;i//^^y-;i/=2/l) T'W5ItiC<):»J, 

(##M9 6) N — (4 h^rS/^ H*J/7i-^ * 7 =6 ;i/^xf 

4 h^PS/T— U > (20. 9g) 5:^^00^^ (4 00ml 

) tC*#U *5^T, ^nn^JI/tN-JI/Wifjl/ (18. Oml) R.Xf\£V*? 
y (3 3ml) $:IT M*C-lft*#PLfe. fi/SttJc*«:in*.fe*, 

- (Ml:^f>/»iif;i/=3/2) Twss-rsi^tcj:*;, «sa^b 

^2 8. Og (JR^5 6 7 %) ^«iIHT#fe 0 
[0 4 7 1] 

h NMR (270 MHz, CDClg) 5 ppm : 1.33 (3H, t, J=7.0), 3.48 (3H, s) , 3.9 
0 (2H, s), 4.29 (2H, q, J=7.0), 5.16 (2H, s) , 7.03 (2H, d, J=9.0), 7.28 
(2H, d, J=9.0). 

(#t«9 7) N — [3- (3 -i/T J y n-jl) -2- (E) -y°U^.—JV] 
-N- (4 h**/* h*Z/-7 ^—)l>) ^;i/7 7 ; E^;i/il!!XfjV 

##W2-e»e>*ifc3 - (3-i/7;7x^;b) - 2- (E) -y°u^y-i 

-7t-)\; (0. 5 3 g) , ##M9 6T*?#<b*l7cN- (4-*h3rS/*h3fS/:7 
i-;b) ^^/7 7 : E'f;i/»ixf^ (1. OOg) Mh'J7i-;i/^7v7^> 

(1. 12g) £S/**an*#> (30ml) Kig#U *#T, yWUflttit 
ymi?^*Jl (0. 6 6ml) SiTUfeft, g^T'3. 5^raM#bAc 0 
IK^ifiETillfel »i"J^;i/*7A^D7l>^7^ - (»ffi*« 

: ^\^r-b->/Mai^;i.= 3/2) T*WWl~$~ <5> 3. £ IC <fc U , SUBtf^&l . 3 8 
g (jRa(B9 4%) £Jt&ifi^R£LT#£:. 
[0 4 7 2] 

h NMR (270 MHz, CDClg) 8 ppm : 1.37 (3H, t, J=7.0), 3.48 (3H, s) , 3.9 
9 (2H, s), 4.32 (2H, q, J=7.0), 4.49 (2H, d, J=6.0), 5.18 (2H, s) , 6.25 



2 5 7 



ffiliE#2 0 0 2 - 3 0 



#2001—10 7615 

(1H, dt, J=16.0, 6.0), 6.42 (1H, d, J=16.0), 7.06 (2H, d, J=9.0), 7.40 ( 
1H, t, J=7.0), 7.41 (2H, d, J=9.0), 7.52 (1H, d, J=7.0), 7.54 (1H, d, J= 
7.0), 7.56 (1H, s). 
(##W9 8) N- [3- (3 -i/T J 7 iL-Jl) -2- (E) -7°W<-)l] 
-N- (4-fcKD^ri/7i-;i/) *J17 T^J JlWti&^Jl' 
###J9 7 T**#£*lfcN- [3- (3-i/77 7i-;i/) -2- (E) ~7°U 
— N — (4 h3f£/;* h^pi/7x-;i/) X^77t-ffl/BSif A* ( 
10. 7 g ) £«X^;i/ (120ml) lC*§j§? U zfc#T, 4 N iS^TKfSft 
MKx^;bjg?R (80ml) *MXtc®.. S»T?4 BfrWaflSLfc. 

iftttu #s&x^;i/-e#MRLfcffe, *arftt?nAlft*riK*iffe?*L, «$JS£&t 

7A7n7b^77^ - : ^^r^>/^X^;i/= 1/1) T^Wm? 

[0 4 7 3] 

X H NMR (270 MHz, CDClg) 8 ppm : 1.35 (3H, t, J=7.0), 3.98 (2H, s) , 4.3 
0 (2H, q, J=7.0), 4.46 (2H, d, J=6.0), 6.23 (1H, dt, J=16.0, 6.0), 6.39 
(1H, d, J=16.0), 6.84 (2H, d, J=9.0), 7.34 (2H, d, J=9.0), 7.39 (1H, t, 
J=7.5), 7.50 (2H, m), 7.54 (1H, s) . 
(##M9 9) N- [3- (3-S/7/.7I-A/) -2 - (E) ~7°U^-M 

-N- [4- (i -^^-^/tr^u vy-A -J)],***/) 7x^;b] ^wi^t^ 
-f ;i/ff^x^;i/ 

##M9 8T'f#^tlfeN- [3- (3-i/7;7i-;b) -2 - (E) — ^/ □ 
^ — M -N- (4-tKD^ri/7i-;i) X^^T^E-f ;i/it^X^-;i/ (700 

mg) , 4 -t Ka=3f i/- i -*^;i/fc°^y ^> (4 iomg) h y 

7 > (9 20mg) Zi/lruu**y (20ml) fC?§8¥U zK#T. 
T^/^^;i//jf>^^x^;i/ (0. 5 5ml) ^iTim §fit—il#lfc 
o SJ£<B3ifT#3lV*fc#>, 4 -k Kn^ri/- 1 -**-;i/h?/*y s;> (4 10mg 

) , h'j7i-;i/*x7-r> (9 2 0 mg) 7i/s?#;i/jK>B&s?x*-;b (o 
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* J -)V= 2/ 1 ~ 1 / 1 ) X-mm-tZZmzj: »J, SEft^6 9 0mg (JR 

^7 9%) &Sfi»««fti:l/tfffe. 

[0 4 7 4] 

*H NMR (400 MHz, CDClg) 8 ppm : 1.35 (3H, t, J=7.0), 1.70-1.90 (2H, m) 
, 1.95-2.05 (2H, m), 2.31 (3H, s) , 2.65-2.75 (2H, m) , 2.85-2.95 (2H, m) , 
3.98 (2H, s), 4.25-4.35 (1H, m) , 4.30 (2H, q, J=7.0), 4.47 (2H, d, J=6. 
5), 6.23 (1H, dt, J=16.0, 6.5), 6.40 (1H, d, J=16.0), 6.90 (2H, d, J=9.0 
), 7.35-7.45 (1H, m) , 7.38 (2H, d, J=9.0), 7.45-7.55 (3H, m) . 

(###[ioo) 4 - ( i - t .-:/h=3pt/#;v/Jf-;i/i^y py-4 ->n\s** 
U) - 3-hU7;i/tn^f;^hnK>if> 
i - t -zfh*r*/3j)irt-JV-4 -n Kn*s/^y yy ( 1 . 4 5 g) , V 

•Y-i-JV • *7 • Hr-H—v V •^r>^hy- ) i63f, ^4 19 91 (19 
9 8^) [J. Org. Chem., 63, 4199 (1998)] lCffil8<Z>;£8ctCi£V\ 3 - h U 7 Jl* 

n**ji- bu^yifyj: y£-j££ti7c 2-h'j 7 /i/tfn 4 - - buy 

(1. 3 8g)»'h'J7x3^70 (2. 2 7g) s*?^nn 

(65mi) ic$g«?u *fc#T, ry^;i/ii?>i(^if;i/'(i. 4 mi 

JCfcy, SfHfb^#2. 28g (jRap 8 8 %) ^^Witfcbtllfe. 
[0 4 7 5] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.49 (9H, s) , 1.88-1.99 (4H, m) , 3.51 
(2H, m), 3.64 (2H, m) , 4.83 (1H, m) , 7.09 (1H, d, J=9.0), 8.41 (1H, dd, 
J=9.0, 3.0), 8.53 (1H, d, J=3.0). 
(##0510 1) 4- (1 -^^bfcf^y S?>-4 ->()\s**ci/) - 3 - h U 7 

;i/^r n ^ b u * > if > 
#%ii o OT-#e>ti7c4 - (l - t - y hdri/*;i//K-;i/tf/<y t?>-4 - 

>f;i/^-^ri/) - 3- h'j7MD^f;i/-hD^>¥> (2. 4 5g) ^9 0% 
(8. 8 0g) CI8U 3 7%!j>jl/7'j7 (5. 5Og)£#0;l, 100 
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M-nfZisv&v&mvfco ffij±Tmmz j g&i,t^ m&zisv*>fj\s*^2* 
^Dvh^?^ - (mmmm v ? u u * z y / * z j - io/d 
m-tzztiz&y. mmit^i. 82 g ok§p9 5%) ^ffiMtftit 

[0 4 7 6] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.94-2.02 (2H, m) , 2.02-2.10 (2H, m) , 
2.33 (3H, s), 2.40-2.53 (2H, m) , 2.53-2.65 (2H, m) , 4.68 (1H, m) , 7.07 ( 
1H, d, J=9.0), 8.39 (1H, dd, J=9.0, 3.0), 8.51 (1H, d, J=3.0). 
(##il0 2) 4- ( 1 -*^;i/H°/<U -4)V***s) - 3 - h 'J 7 

;i/*u*^;vT—V y 

##M 1 0 1 -ef#£*l£4 - ( 1 -t^JltfKV py-A -^)\y^^-Z/) -3 

- h u y;i^n^^)i— h u^yif y (1. 82g) zmtj-)i (30mi) 
KmML. rt^im*-mmMM (O. l 8g) £;&tJ;L£^, 7K*#H^,T, l£ 

1 0 / 1 ~ 1 / 1 ) "zm$k-?z> z. £l iz £ y , ^SBfbitrti l . 5 5 g (IR^ 9 5 % 

[0 4 7 7] 

h NMR (500 MHz, CDClg) 5 ppm : 1.85-2.00 (4H, m) , 2.29 (3H, s) , 2.25- 
2.40 (2H, m), 2.55-2.70 (2H, m) , 4.31 (1H, m) , 6.78 (1H, dd, J=8.5, 3.0) 
, 6.83 (1H, d, J=8.5), 6.91 (1H, d, J=3.0). ' 

(###1103) n- [4- ( i -*^;i/tf^u yy-A -^ovar^-i/) -3- 
##Mi o 2T-#bti7c4 - ( i -^^;btf^y vy-A --(ji**ry) -3 

- h'J7MD^f )VT —Vy (1. 55g) Z¥t7UU*$y (30ml) (C 
mML. tJc#T. * □ U7.;ii^-Jvmm^J\y (0. 7 6 ml) &l>*t?y£;> ( 
0. 9 1ml) 5:iTbfc^ ^Stl«#lt 0 £/&$t(C* *1Mtl. mm 
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hf^yj- cmmmm vt uu * %v / * % j - )\,= io/i~5/d t? 
»ss-r*^i:tcj:»j, «s^W«2. 3 9 g zmn&mfemmft 

[0 4 7 8] 

h NMR (400 MHz, CDClg) 8 ppm : 1.34 (3H, t, J=7.0), 2.00-2.15 (2H, m) 
, 2.35-2.50 (2H, m) , 2.62 (3H, s) , 2.80-3.15 (4H, m) , 3.92 (2H, s) , 4.30 
(2H, q, J=7.0), 4.72 (1H, m) , 6.98 (1H, d, J=9.0), 7.55 (1H, dd, J=9.0, 
2.5), 7.62 (1H, d, J=2.5). 

(#^J10 4) N — [3- (3-J/7;7i3) -2- (E) — ^ □ K—JV 

] — n — [4- ( i -^^;i/fcf/^u s;>-4 ->r;i/^-#-» - 3 - h y :7;i^n 

##M2T*#£*lfc3 - (3-i/7 7 7i-;i/) -2- (E) -^P^>- 1 
(5 0 Omg) , ##M 1 0 3T*#«b*l£N- [4 - (1 -j*^;i/fcf^ 
U 4 --f;i/*-^2/) - 3-h'j7WD^fJI/7i-Jl/] x ;i/ 7 t -f ;i> 

@t^X^;b ( 1 3 3 3 mg) h U 7 mx;!,*;* 7 ^ > (9 9 0 mg) 

□ (30ml) izmmv. *K#T> 7!/^*^>i^xf;y (o. 5 

8ml) &ITim M-e4BflWaffLfe. fiJEtt&*JET«ttbfc«, « 

-il/=15/l) Tf»«-r*rfc»Cj:y, MM7 5 5mg (JR^43%) 

[0 4 7 9] 

*H NMR (400 MHz, CDClg) 8 ppm : 1.35 (3H, t, J=7.0), 1.90-2.10 (4H, m) 
, 2.33 (3H, m), 2.40-2.50 (2H, m) , 2.55-2.65 (2H, m) , 3.98 (2H, s) , 4.31 

(2H, q, J=7.0), 4.47 (2H, d, J=6.5), 4.53 (1H, m) , 6.23 (1H, dt, J=16. 
0, 6.5), 6.41 (1H, d, J=16.0), 6.98 (1H, d, J=9.0), 7.41 (1H, t, J=7.5), 

7.50-7.60 (4H, m) , 7.71 (1H, d, J=2.5). 

(##Wi0 5) 4- ( 1 - t -rf h^ps>^j;i/^-;i/tf/<u -4)\sHr* 
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i/) - h uKy-g y 

1 - t -7 hdpS/;ft;i/jtf— 71,-4 - t: Kn^^fcf^U W (50. lg) SN 
, N-i;^f;i/7th7^ K (5 5 0ml) C$g#U *mit± h U «7 

A (10. 5g) fcflDX, 0^raS8^Lfc«, 4 -7;i/tO-hD/<> 

f> (42. 2g) fflN, N-^^f;i/7t hT^K (100ml) ^WL*m~T 

g («9 3%) &**fiB#i:lT*fe. 

[0 4 8 0] 

h NMR (400 MHz, CDC1 3 ) 8 ppm : 1.43 (9H, s) , 1.76 (2H, m) , 1.91 (2H, 
m), 3.34 (2H, m) , 3.65 (2H, m) , 4.56 (1H, m) , 6.91 (2H, d, J=9.0), 8.15 
(2H, d, J=9.0). 

(##M10 6) 4- (1 - t -zf h Jl/\£ IV Vy-A -J)l**r 

i/) r—vy 

o 5T*#£4x£4 - ( i - t -zf hdp$/^;i/3jfn;i/tr^u ^>-4 - 
<4 - h n^>if > (ii. 9 g) # y ( l oomi) izmM 

U /^S7*A-#*««E (1. 9g) &flD*.fc«, *^#ffl^T, £ifiT?4B£ 
fS£#Lfc. S*5*&5iaLfe*, 5I^iMiU ^^i/U^J^5 

Z.£iZ£V. fifiMlO. 7g (JtX^99%) S:^Mi#i:bT»fe. 
[0 4 8 1 ] 

*H NMR (400 MHz, CDClg) 8 ppm : 1.46 (9H, s) , 1.71 (2H, m) , 1.87 (2H, 
m), 3.27 (2H, m) , 3.71 (2H, m) , 4.26 (1H, m) , 6.63 (2H, d, J=8.5), 6.76 
(2H, d, J=8.5). 

(##0910 7) N — [4- ( 1 - t -^h^S/jfr/l/jK-Tl/fcr^y Vy-A ->f 

jvyf^-i/) 7iiM ^;i/7 7 ; E-f;i/Mifji/ 

0 6T'#?>tl7c4 - (1 - t -zf bz-ytuitf-jv^^v 2>'>-4 - 
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-f T-U> (4. 39g) £ n a * # > (30ml) £igfl?U 
tK^T, 9 n U7.)\,its-)\sWW.*-"f-)\s (2. 4ml) &tffcfy^> (2. 4ml 

Am7A^7h^7^- («ffi»«SC: ^*c-9-y/Bm^?-Jl= 3/2) 
Tf*9K-r«iilJCJ:y, *IBft#«4. 9 6g (1(5^7 5%) & &*5<&tfpRfttt 

[0 4 8 2] 

X H NMR (400 MHz, CDClg) 8 ppm : 1.33 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 
5 (2H, m), 1.90 (2H, m) , 3.34 (2H, m) , 3.69 (2H, m) , 3.89 (2H, s) , 4.29 
(2H, q, J=7.0), 4.44 (1H, m) , 6.89 (2H, d, J=8.5), 7.27 (2H, d, J=8.5). 

0 8) N- [4- (1 -t h^S/#;i/ytfn;bfc°^y S/'>-4 --f 

)l**ri/) -N- [3- (3 -i/T J -7 ^—JV) -2- (E) -ZfU 

s< — Jl~\ ^;b7 7 ; E'f;i/i|lf;i/ 

##flf2T»rae>*ifc3 - (3-i/r;7i-;i/) - 2- (e) -zfu^y- 1 

(0. 80g), ##M1 0 7T"#^tl^N- [4 - (l-t-7*h^ 

i/^j;i//}<-;btr^u 2/>-4 -^r;!/^-^^) x;i/7r : E^;i/iixf 
ji ( 2 . 2 1 g ) b'J7i - 7 ^ > (1. 70g) &y?nn^> 
(4 0ml) JC»#U *#T, y^/^JW^^xf;!/ (1. 0ml) 

rim mux-zmmmwht-o Rmm^mmrmmvr^ aas&s/y** 

M7A^n7K77^- (»miS«E : ^DD^il>/Bil^= 1 0/ 
1) ■eJfiHH-rSdfctCj: y, «fH^^2. 15g (JR^7 4%) £4*&vtfm% 
fti: Itff:. 

[0 4 8 3] 

X H NMR (500 MHz, CDC1 3 ) 8 ppm : 1.35 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 
5 (2H, m), 1.90 (2H, m) , 3.34 (2H, m) , 3.68 (2H, m) , 3.98 (2H, s) , 4.30 
(2H, q, J=7.0), 4.45 (1H, m) , 4.47 (2H, d, J=6.0), 6.24 (1H, dt, J=15.5, 
6.0), 6.40 (1H, d, J=15.5), 6.90 (2H, d, J=8.5) , 7.39 (3H, m) , 7.51 (2H 

m), 7.55 (1H, s). 
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(##Ml0 9) 4- ( 1 - t -Zf h*r*/i] fr^^) Vy-A -<4)\/**c 

2/) - 3 - **)\,=.bv<y-\£y 
l - t -7h*i/lJ)i'-tf-ji-4 - k Kndr^tT^U (3. 6 2g), 2 
4 h D7i;-;i/ (2. 5 5 g) h U 7i-^X7^ > ( 
5. 25g) &V9UU*#2/ (100ml) JC**PU *R#T, YWiJA/iR 
ymP^Jl (3. 2ml) &«TF Lfcffe, ^t'-Wlfc. &*&*&«££ 

[0 4 8 4] 

X H NMR (500 MHz, CDClg) 5 ppm : 1.48 (9H, s) , 1.84 (2H, m) , 1.95 (2H, 
m), 2.29 (3H, s) , 3.49 (2H, m) , 3.62 (2H, m) , 4.66 (1H, m) , 6.86 (1H, d, 
J=8.5), 8.07 (2H, m). 

(##ffifiio) 4- ( 1 - t -^h^ri/*;i/7if-;i/f^y Vy-A 
*/) - 3 -*?-jit=-V y 

##Mi 0 9 7?»e>4xfc4 - (1 - t - rf h^ri/^;b^-;ut: 0 ^y vy-A - 
-<)i*3cZ/) - 3 bu^yify (a. 07g) B^t;-;i/ (40m 

1) £i8#U A^^^A-^iil (0. 4 1 g) £j&D*.fc^ 7Kit#H^T 
, £»T4«fraSt#Lfc. £*&*«: SiiOfcik 5*&«£ET»«&L, 
'J»A7A^7^77^ - (i8ffii8& : '\*'*>/»g*X^;b = 3/2 

) 7?»JS-rsii:ic«k y, SSBffci§r^2. 73 g (JK^##fl[ 1 0 9 £ y 2 
t 5 3 %) fefti&ifitfpRttfti: 

[0 4 8 5] 

X H NMR (500 MHz, CDCI3) 8 ppm : 1.47 (9H, s) , 1.74 (2H, m) , 1.87 (2H, 
m), 2.17 (3H, s), 3.30 (2H, m) , 3.68 (2H, m) , 4.25 (1H, m) , 6.47 (1H, dd 
, J=8.5, 2.5), 6.53 (1H, d, J=2.5), 6.68 (1H, d, J=8.5). 
(##Ml 11) N- [4- (l-t 3f 2/ # /I/ atf — U Vy-A -A 

-3-^f;i/7i-;H ^^7 7 : E'(;Ht»if^ 
###Ii 1 0T?^e>tifc4 - ( 1 - t h^r2/^;i/^-;i/tf^y ^>-4 - 
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>T;i/^-dri/) -3-^f;b7-'J> (1. 6 3g) ZWUU*$y (30ml 
) icmML. *#T, tUUXJlfc-JVWM^lV (0. 8 6 ml) Jktf\£VV 
> (0. 8 1ml) §:?ITbm iiST'5«ffbfc 0 OT&iEETllI 

m^K=3/2) T*mw'?z>z£izj:v, mmfo-smi. 84 g (ir^§7 6% 

[0 4 8 6] 

h NMR (500 MHz, CDCI3) 8 ppm : 1.34 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 
8 (2H, m), 1.89 (2H, m) , 2.22 (3H, s) , 3.43 (2H, m) , 3.62 (2H, m) , 3.90 
(2H, s), 4.29 (2H, q, J=7.0), 4.48 (1H, m) , 6.79 (1H, d, J=8.0), 7.12 (2 
H, m). 

(#%#|112) N- [4- ( 1 - t -Zf h^-i/JjJVtf-JV^^V i?y-4 

)V**y) - 3 - ^.^-jiy jl—jv} -N- [3 - (3-j/r;7i-;i/) - 2- 
(E) -^fu^—j]/] ^/l/???^;!/!!!^^ 

##0»j2l?#^*l£:3 - (3-J/7;7x-JI/) -2- (E) -^n^>- 1 

-*-;v (0. 6 4 g) , ##Mi 1 1 T*m*>ntN- [4 - (1-t-^h^p 
^^;i/^^;btf^u 4 ->f ;i/^-^ri/) -3-^fji/7i-;H ^u^t^e 

;i/«X^;b (1. 84g) Mh'J7i-;^^70 (l. 26g) fey 
^DD^> (40ml) {C?g£?U *#T, T ^^/K^i^'lf (0. 

7 6ml) felTim |wf?ST'l^PMf#Lfe„ £ra£MJ!±T?MLfc^ 

xf;i/=12/l) T'^-t-SriltCj; »J, «8Bfc<£#jl. 9 0g (4X§£ 7 9 % 
) fe^^^©^^bT#7t 0 
[0 4 8 7] 

X H NMR (500 MHz, CDClg) 6 ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 

8 (2H, m), 1.89 (2H, m) , 2.21 (3H, s) , 3.44 (2H, m) , 3.60 (2H, m) , 3.99 
(2H, s), 4.31 (2H, q, J=7.0), 4.46 (2H, d, J=6.5), 4.50 (1H, m) , 6.24 (1 
H, dt, J=16.0, 6.5), 6.41 (1H, d, J=16.0), 6.80 (1H, d, J=8.0), 7.24 (2H 
, m), 7.40 (1H, t, J=8.0), 7.50 (1H, d, J=7.5) , 7.52 (1H, d, J=8.0), 7.5 
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6 (1H, s). 

(##$1113) 5-rhDfiJf;i/||x^ 
5 hUWmm (10. 8 g) £x# y (10 0ml) IC?§$?U 
ifit«i(9 2. 0g)*nx.fc^ 7. 5^raMitgfE^i±feo 

, »m^$:^^7Km^ h U tfAjfc, 0. 5N ttK&tfttfrA&Jc-eJB&tfs 

fcJCfcy, IRft^ftlO. 7g (JR^5 8 5 %) LtHfe. 
[0 4 8 8] 

X H NMR (400 MHz, CDCI3) 8 ppm : 1.47 (3H, t, J=7.0), 4.49 (2H, q, J=7. 
0), 7.09 (1H, d, J=9.0), 8.33 (1H, dd, J=9.0, 3.0), 8.79 (1H, d, J=3.0). 
(##M114) 4- ( 1 - t py-A -J)\s**r 

y) - 3 -x h*ri/jjJ\stf-Ji- hvOHy 

1 - t -zf b*t/2lJ\'#-)V-4 - t: KD^S/tr^U (10. 2g) , # 
#09 1 1 3?fff,*ife5 -x bnf'Jf;H!if;v (l o. 7 g) Wh'J7i 
x;i/*X7>f> (17.. 3g)t^on^#> (2 0 0 ml) JC$g#U 
T> 7i/^^*>ll^XfA/ (10. 4ml) SlTtm ^^T'4^r4M 

- (^ffi^: ^3f-y->/«x^;i/=3/l) T*«§gU ^£*l£jt&®#;lC 

s\*c-y-y$:fi\}x.T5m-?z>z.£iz& y, «iafb-^*i 2. 3g (iR^6 i%) £ 

[0 4 8 9] 

*H NMR (400 MHz, CDC1 3 ) 8 ppm : 1.40 (3H, t, J=7.0), 1.47 (9H, s) , 1.9 
1 (4H, m), 3.58 (4H, m) , 4.39 (2H, q, J=7.0), 4.79 (1H, m) , 7.04 (1H, d, 
J=9.0), 8.32 (1H, dd, J=9.0, 3.0), 8.69 (1H, d, J=3.0). 

(#t«ii5) 4- ( i - 1 -zrhtryiuitf—fls^^v vy- 4 --oi/*-* 
y) - 3 -jjjvtf*ry-bv<yi£y 

###ii i 4 -r»e>4xfc4 - ( i - t -zf b^yjuv-tf-ji^^v yy-4- 
j)\s**y) - 3 -x b*ry-tj}itf-)i- b w<yi£ y (i. og) £x#y- 
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Jl ( 1 0 m 1 ) {C?§fl?U iST', TKSHt* U ^AtK?^ (0. 2g&7fc0. 5. 

3£&cj:U> mmit&Vso. 9g (JKf9 6%) ^M@#i:lT#fe„ 
[0 4 9 0] 

*H NMR (500 MHz, CDCI3) 8 ppm : 1.48 (9H, s) , 1.85-1.95 (2H, m) , 2.00 
-2.10 (2H, m), 3.45-3.55 (2H, m) , 3.65-3.75 (2H, m) , 4.87 (1H, m) , 7.13 
(1H, d, J=9.0), 8.39 (1H, dd, J=9.0, 3.0), 8.93 (1H, d, J=3.0). 

(##Mi i6) 4- (1 - t -y h=¥S/#;i/^-;n^y vy-4 -A)^^- 
V) -3-^;i/;^-f;i/-hnK>f> 

##Ml 1 5T*#£*l£4 - (1 - t -zfhlcZslJJltf-lVtf^V vy-4 - 
<0\s*-*V) - 3 -iJJl^^-iy— h U^yH y (0. 9g) *:V>7UU*%y ( 
2 0ml) iC^L, *#T> ^□□^i-fy^V (0. 3 ml) MJx. 

mr^y (0. 4mi) &flna., Hfititriififet, 2 8%T>^e-y 

* (0. 2mi) $ iz^uv i u t=. 0 ^.mm^m&rmm^ 

/^;-;i/=19/l) T'^"r^r^{Cj:U, mUt&mo. 9g (JRspg 
8%) «jtfiM^@#£:LT#fc,, 
[0 4 9 1 ] 

h NMR (500 MHz, CDCI3) 5 ppm : 1.48 (9H, s) , 1.80-1.90 (2H, m) , 2.05 
-2.20 (2H, m), 3.30-3.40 (2H, m) , 3.75-3.90 (2H, m) , 4.81 (1H, m) , 7.11 
(1H, d, J=9.0), 8.33 (1H, dd, J=9.0, 3.0), 9.09 (1H, d, J=3.0). 
(###1117) 4- ( 1 - t -^NdpS/*;b3i?-^bf^U V>-4 ->(Jl** 

- 3 -#;i/A=e-r;b7— y y 

##M 116 T*mbtlfc4 - ( 1 - t - Zf h^^^;i/^n;i/kf/^U Vy- 4 - 
-f;i/^-^ri/) - 3 -jjJ\sA=E>( v n^ya y (5. 7g) (8 

omi) izmmL. x*7 9 JV2*-m.mmm (o. 6g) *mx.. y^mmmur. 
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= 19/1) x-mm-tzzinz* u, «SB^*4. 8g or$9i%) 

[0 4 9 2] 

X H NMR (500 MHz, CDClg) 8 ppm : 1.47 (9H, s) , 1.65-1.80 (2H, m) , 1.95- 
2.05 (2H, m), 3.19 (2H, m) , 3.75-3.85 (2H, m) , 4.44 (1H, m) , 6.78 (1H, d 
d, J=9.0, 3.0), 6.84 (1H, d, J=9.0), 7.50 (1H, d, J=3.0). 

18) N — [4 - (1-t -yh^ri/M-^^'J ~4 

;i/^-^r>>) - 3 -jtjfl/ji=Ej jvy^i— xji/??^^;^!^^ 
##M1 1 7T?ffP>ftfe4- (1 - t -^h^S/a/l/atfrjI/fcr^y s;>-4 - 

-r;b^-#$/) - 3 -*;bA^E>r;i/r— u > (4. 8g) *ytuu*zy (so 
mi) cig#u tK^T, ^nn^;i/^^;i/«x^;i/ (2. 5ml) &tft?y 
(2. 3ml) SiTlfet, SfiTjeBflBSfflfe. iRlSIR &«JBET«ai 

>/^;-jl/=19/l) "e»3KU #e>;ftfc^&0#tCX-^;i,£j&Dx.T3 
^-rSi.tJCfcy, *Kft^*3. 7g (M§5 3%) &^ffiiftkLt#fc 

o 

[0 4 9 3] 

J H NMR (500 MHz, CDClg) 8 ppm : 1.32 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 
0-1.85 (2H, m), 2. 00-2. 15 (2H , m) , 3.27 (2H, m) , 3.75-3.85 (2H, m) , 3.94 
(2H, s), 4.28 (2H, q, J=7.0), 4.65 (1H, m) , 7.02 (1H, d, J=9.0), 7.59 ( 
1H, dd, J=9.0, 3.0), 8.12 (1H, d, J=3.0). 

19) N — [4 - (1-t -7b*r*sfJ)V#-jHfs<V Py-4 — -f 
Jl*3ci/) - 3 -A^^^7i^] — N — [3- (3-i/7;7i-;i/) 

-2 - (E) -^d^s— ;b] r^^^BfSftx^;!/ 
##ffif2 7?f§e>*ife3 - (3-i/r;7i-;i/) -2- (E) -7°nK>-i 

(0. 7g), ##M1 1 8T*#e>*l£N- [4 - (l-t-^h^fS/ 

T=eJ frWfWtx.?- )\s (2. og) ^t>* h u > (1. 5g) *v 
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*nn*#> (30ml) icjgtfBU *7&T, 7^^^jMK>i^xf ;i/ (o. 
9ml) $:iTbitt, gfiT? 8 B5M8iai#Lfc. lxJ&ffl.%:ffl,}±TM%feLfc1g.* & 

1/2) Tjwssrr «as^*2. 5 g 01x9594%) zn&mfe 

[0 4 9 4] 

X H NMR (500 MHz, CDClg) S ppm : 1.36 (3H, t, J=7.0), 1.47 (9H, s) , 1.7 
5-1.85 (2H, m), 2.00-2.10 (2H, m) , 3.27 (2H, m) , 3.75-3.85 (2H, m) , 3.99 
(2H, s), 4.31 (2H, q, J=7.0), 4.53 (2H, d, J=7.0), 4.66 (1H, m) , 6.22 ( 
1H, dt, J=16.0, 7.0), 6.42 (1H, d, J=16.0), 7.01 (1H, m) , 7.39 (1H, m) , 
7.45-7.60 (2H, m) , 7.65-7.75 (2H, ■>, 8.32 (1H, m) . 

20) 4 - (i - t s/#;i/;tf-;i/tf^y Vv-a 

i/) -3-h'j7;i/tn^f;v7-'J> 
##Mi o o*e'#e>tife4 - (i - t -zf h^-i/jjjitf-jv^^v vy-A - 

<Ul**ri/) -3-h'j7MD^f;i/-hn^>f> (2. 28g) **ZJ 

-ji (5 0mi) tc*§fl?u r*?pvj*-mmmm (o. 2o g ) 

^•;i/=3/2) T?«f«f <5 3£lC<fcU, *«ft^4fel. 6 9 g (1K$8 0%) & 
[0 4 9 5] 

X H NMR (500 MHz, CDCI3) 8 ppm : 1.47 (9H, s) , 1.76-1.88 (4H, m) , 3.43 
(2H, m), 3.59 (2H, m) , 4.46 (1H, m) , 6.78 (1H, dd, J=9.0, 3.0), 6.83 (1H 
, d, J=9.0), 6.91 (1H, d, J=3.0). 

(##Hi2'i) n- [4- ( 1 - t --f ;i/tf/^u ->f 

;t/;*3fS/) - 3 - h y 7Mn^fJi/7ii;i/] Xj^yt^Mfiif;!/ 
mmffll 2 0T*#^4X^4 - (1 - t h^ri/^;i/^=-;i/tf^U £^>-4 - 

>r;i/^=¥5/) - 3 - h «; 7;i/^-D^^;i/T-u > (1. 6 9g) &^nn*# 

y (2 0ml) tC&flPU *#T. ^DD^;i/*-Jl/Stxf;i/ (0. 7 6ml 
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) R&tfVVy (0. 4 9ml) &ITim g&T?3B3MHSi#Lfc. 

y\^y/mm^)\^= 3/2) -ewsa-rsiiitcj:*;, mafc^fei. 7 4 g 

(JR^5 7 3 %) feftsftfittftfefth Uffe. 
[0 4 9 6] 

*H NMR (500 MHz, CDClg) 5 ppm : 1.34 (3H, t, J=7.0), 1.48 (9H, s) , 1.8 
3-1.94 (4H, m), 3.48-3.60 (4H, m) , 3.91 (2H, s) , 4.31 (2H, q, J=7.0), 4. 
65 (1H, m), 6.99 (1H, d, J=9.0), 7.52 (1H, dd, J=9.0, 2.5), 7.56 (1H, d, 
J=2.5). 

^ (##il2 2) N- [4- ( 1 - t -^hdp^^;i//K-;i/lf^U i?>-4 ->f 
JV**ci/) -3-hU7^D^f^7i^] — N — [3- (3-i/7;7x 
— ;b) - 2- (E) 7xJV7 7 : E^>ll/Wxf;i/ 

##M2T'ff ^tl7c 3 - (3-J/7;7i-;W -2- (E) -^n^>- 1 
-*-j\s (0. 5 7 g) , 2 lT^tbtlTcN- [4 - (1 -t~7h*r 

i/jjJltf—JV^KV i?y-4 - J )\sJr*i/) - 3 - h U 7MD^f^7iUl/ 

] ^;i/7 7 ; E^;Htixf;i/ ( 1 . i 4 g) h y 7x^;i/*x7^ > ( 1 . 

07g) *>y?UU*#y (27ml) (C?t8?U ?K#T, T ^ 

x^-;u (o. 6 5mi> zmTLt~%k. m ; uv3mmmwLt^o ^m^m&r 

^>/IHf;i/=12/l) T'WiS-r^r iHZ J; y; «8Bfb^2. 0 6g 
(H»9 3 %) Itife. 
[0 4 9 7] 

h NMR (500 MHz, CDCI3) 8 ppm : 1.35 (3H, t, J=7.0), 1.47 (9H, s) , 1.8 
2-1.92 (4H, m), 3.46-3.62 (4H, m) , 3.98 (2H, s) , 4.31 (2H, q, J=7.0), 4. 
48 (2H, d, J=6.5), 4.66 (1H, m) , 6.22 (1H, dt, J=16.0, 6.5), 6.41 (1H, d 
, J=16.0), 6.98 (1H, d, J=7.5), 7.41 (1H, dd, J=8.0, 7.5), 7.52 (2H, m) , 
7.57 (1H, s), 7.58 (1H, dd, J=9.0, 2.0), 7.72 (1H, d, J=2.0).- 

(###li 23) 3-^pd-4 - ( h a Ay- 3 -^j\s*3ry) - h n<yH 
y 

2 7 0 ffi£E#2 0 0 2 - 3 0 1 1 4 6 9 
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# 

3 - h □ AV -)l> ( 6. 7g) , 2-^0n-4-^hD7i;-;i/(8. 2 
g) Rtfh U 7i-i^X7^ > (16. lg) ^i/')DD^> (200ml- 
) Mt- h^H KD77> (5 0ml) (DM-^^tC^g?L, *»T\ 7!/^ 
;i/^>g?^x^;i/ (9. 7ml) l»Tlfeft, 1ST- Mtf#L£ 0 

7od^^>/^^ /-ji/=i 9/1) -cNi^-tsr^ci y, fUBft-a-^j 8 . 

5g (iRif§6o%) zmn&mfeBmfa£i,Tmt~ a 

[0 4 9 8] 

h NMR (500 MHz, CDC1-) 8 ppm : 1.65-1.75 (2H, m) , 2.00-2.10 (4H, m) , 
^ 2.15-2.25 (2H, m) , 2.46 (3H, s) , 3.35-3.45 (2H, m) , 4.68 (1H, m) , 6.98 ( 
1H, d, J=9.0), 8.11 (1H, dd, J=3.0, 9.0), 8.28 (1H, d, J=3.0). 

(##Mi2 4) 3-7nn-4 - ( h uAy- 3 -^)\,7t*i/) T-Vy 

123 T*mbtifc 3 - ? an - 4 - ( hn^> - 3 ->f ;i/;*-3f s>) — h 

DK>if> (8. 5 g) (5 0 0 ml) iC?§#?U Sfi-etf»5fi ( 1 7 

. 0g) fcflnx., |B!?ST*-BM#b£„ ^fc^TJU'? 
A^MT^fDU/^^ Wlfil/T'tfflbf:. Ifim^^fiSfn^TKT'^Lfe 

$:i/'Ji3m7A^D7b^7-f- (?§ffi?t^ : ^no^*>/^*;- 

;i/=3/i) Tfffias-rsr^jcj:*;, *ffifls-£4& 2 . 5g (i»3 2%) fc&jfe 

[0 4 9 9] 

X H NMR (500 MHz, CDC 1 3) . 8 ppm : 1.50-1.60 (2H, m) , 1.85-1.95 (4H, m) , 
2.00-2.10 (2H, m), 2.38 (3H, s) , 3.20-3.30 (2H, m) , 4.23 (1H, m) , 6.49 ( 
1H, dd, J=3.0, 8.5), 6.71 (1H, d, J=3.0) 6.81 (1H, d, J=8.5). 
(##$112 5) N- [3-7DD-4 - ( h n/1>- 3 -JJl***/) V x.— 

##«i24-?#f>tifc3-^nn-4 - (hn;i>-3->f;i/t^i/) r— 

U> (2. 5g) Z¥?UU**y (50ml) izmML, tUUXJl 
fc-frBM^fr (1. 5ml) &t>*bfU^> (0. 9ml) fcfjgTLfc^, g 
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tS3,£:{Cj:*J, flUBft-^ftS. 5g (JRS*8 8 9 %) S^i^BfttLT 
[0 5 0 0] 

*H NMR (500 MHz, CDC 1 3) 8 ppm 1.32 (3H, t, J=7.0), 1.95-2.05 (2H, m) , 
2.20-2.25 (2H, m) , 2.30-2.75 (4H, m) , 2.84 (3H, s) , 3.89 (2H, m) , 3.98 
(2H, s), 4.28 (2H, q, J=7.0), 4.49 (1H, ■) , 6.95 (1H, d, J=8.5) , 7.25 (1 
H, dd, J=2.5, 8.5), 7.45 (1H, d, J=2.5). 

(##Mi2 6) N- [3-^na-4 - (hn/^-3->f;i/*^i/) y x — 
— N — [3- (3-i/7;7i_;^) -2- (E) -7*D^;V] ^A77 

##M2 T*#£*lfc 3 - (3 ->>7 y - 2- (E) -7"D^>-1. 

(1. 4g), ##Mi 2 5T*#e>*i7cN- [3-^nn-4 - (hn 

r 

ny- 3 ->r;i/^-^rS» 7i-M ^^7r : t'f;i/iSxf^ (3. 5 g ) 
h'j7i-;bta7-f> (2. 9g)'i^na^^> (50ml) tcigfliu 

*#T, r^JViiA/^yWtV^^ (1. 8 ml) ?:ITbfct, tfit'-ti 

- (WI:.y^aa^^>/^^;-;i/=i9/i~9/i) 
£lC«fcy, *ffiffc^»l. 3g (jRsp27%) Sr«fe*l3t^H«:i:OT#fc. 
[0 5 0 1] 

h NMR (500 MHz, CDClg) 8 ppm : 1.36 (3H, t, J=7.0), 1.55-1.65 (2H, m) 
, 1.90-2.00 (4H, m), 2.05-2.15 (2H, m) , 2.37 (3H, s) , 3.27 (2H, m) , 3.98 
(2H, s), 4.31 (2H, q, J=7.0), 4.46 (2H, d, J=6.5), 4.50 (1H, m) , 6.21 ( 
1H, dt, J=6.5, 16.0), 6.41 (1H, d, J=16.0), 6.94 (1H, m) , 7.29 (1H, m) , 
7.40 (1H, m), 7.50-7.60 (4H, m) . 

ffiy r t * -x*m&<DW& 

ffiy 7 9 * -**m&<DW&.lt* Hara«btf)3f?£ [hO>^ • T> K • 
# Z/X, H7 1 m, f 3 14S (1994 #) [Thromb. Haemost. , 71, 314 (19 
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94)]] Z-B&mVXft ofc. 0. 9%mti~ h U 0. 4mMCD^-fe«®S- 

2222 (H— fb^HS) il3J:tf#8Mt'&4&££ , &5 0 nM<Z)TrisJ&&jgffitt (pH8 
. 4) SrSSfDU 0. 2 5unit/nl©Hh77^^-Xa (□^^Ht) £8& 

*3»;tCi!iS7KS:je«?RtcjDAfe. fcfo&m m&Ao. imi) & N ^g-es^ra 

>f>dri/<-i/a>lfe„ 4 0 5 nnkDtKftSfc 9 6 ^xJl/V^ ZUZf Is- h U - 
(=Er;i/5 5 0, /Ht7 7K) Tf^WtCM^U, 5^W<0"»^fll©l»in 
&77^-Xa Mtt^fi^ illtiailt. tM^i®K7 7^^-Xa?S 
f£&ffMlH-Sfc«>K:* *SHt^»#:77**-Xa?Stt£ 5 0 smK ( 

I C 50 ffi) £;£i?>£ 0 
[0 5 0 2] 

fc»ttftjfli**H»XH : ?'IH*fffflS:«'r*ii:««te^ofe. ic 50 #i OnM^ 
T©-fb^S:, ^2tC^f 0 ft, it&ysAl*. WO 9 8/3 1 6 6 1 (E 

P 9 7 6 7 2 2) JCgB«®, N- [4- [1 -TiZ h >f ^ K-Y >>b — 4 — tf^U 2? 

;i/^-dr2/] ;i/] — n — [2- (3-7^^;7x;^>» x;i/:7 
7 >f KWfWHD 2 %gft% 5: ^-r c 
[0 5 0 3] 

[IS 2] 



> [IC- n (nM)] 



7. 9 

6. 4 
1 1 

6. 1 

5. 8 

6. 8 



mmm 2 7 

2 8 

H»J4 2 
^»J4 7 
HS&M4 8 
HJ6M4 9 
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b . 


Q 
O 


<=fcr +fc «[ r- q 


6 . 


o 
o 


5 4 


/ 




^BSWl 6 0 


1 4 




l^mm o o 






W:Mm o b 


o 


o 
O 


^SSWI 7 Z 


9 . 


o 
o 




1 2 




mmm 1 8 


1 1 




mmw s 7 


1 3 




*Jfi« 8 9 


1 1 





fc&MA 13 0 



^h'J^»?Sttffll^it Tan iuch i [ h U •• 7 > K • ^ 

I79t, H5 4 31 (1 9 9 8^) [Thromb. Haemost. , 79, 543 ( 
1998)]] £-gpafc^LT?f ofe 0 0. 9 %Mt h U A Srttf 5 0 «M T r i 

si&mmmma 5^1 ( P h 8. 4) , 5/ii©Miis-2 222 mmmo 

2 5 Ag-protein/ml, il tCj: 

mmisfco fiii&&m mmmo. imi) te^sr*^:^ 3.^-^3 >u£ 0 40 

5nm0^I$: 9 6 V^JlTj ^D^l/~b U (^tOI/ 5 5 0, A-jTt^ 

y^/>vSffiS:5 0%Mi-StCMi--5^ (IC 50 i) £:£#)£o JjgJUfciit 3 fC 
[0 5 0 4] 
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\9> 



m3] 



## 


[IC 50 (nM)] 


mmm 2 7 


5 4 0 


mmm 2 8 


6 5 0 


mmm 4 2 


7 3 0 0 


mmm 4, 1 


2 10 0 


H»J4 8 


8 6 0 


mmm 4 9 


12 0 0 


5 0 


7 9 0 


&i£ttf 5 3 


2 2 0 0 


mmm 5 4 


12 0 0 


HJfcM 6 0 


2 3 0 0 


mmm 6 5 


5 6 0 0 


mmm 6 6 


3 7 0 0 


HJ&M 7 2 


4 4 0 0 


s*cm 7 7 


5 3 0 0 


Hi&M 7 8 


3 10 0 


§£m#i 8 7 


2 0 0 0 


mmm s 9 


3 5 0 0 



5 Omg0©^(D|IIM2 7©fb^> 12 8. 7 mgtf) ^ ? )> - * , 7 OmgO 
^SV^SLtfigt 2 5 0mg(D3 #if^^>^^-fe;i/lCAtl. 

(^JM2) 
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5 0mg(DB^.^i0)MMM2 7 tfMfc-£%. 1 24ig07^ 2 5mg(Dt;i/ 

D-^Ml^^fT'J Afc*g^U rr^lCJ: UfT^bT, 

1. 5lI%0iilM2 7 0ft^5:, l 0^*%(D^n tf 1/>^U 
[0 5 0 5] 

mm mizmmm) i n^xmrnx^^,, 
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mm 

lit 1 3 

R 1 





[R 1 : H, /\n^>K^, 7;i/^;i/«XttOH ; R 2 : HX[iAn^>S? ; R 

1. ^;i/^^>r;i/»^ ; R 6 : 'X^ngt^ ; R 7 ;&tf R 8 : H, TJl^-Jim^ ; n 
: 0, 1X1*2] 
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4#M 2001-107615 
50100506416 

f/^fiS±f 0 0 9 5 

13^ 4 ^ 6 H 



[fllffiH] ¥J*13*£ AM 5B 



1 



m!E#2 002-3011469 
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m m a 



[000001856] 



1. mM^B B 1 9 9 0^ 8H15H 

[ins] mm&m 

ft ffi 3KS»»t»ftKH*«*lfr3TB5*l* 
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A 



